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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein Ri and R 2 represent each H or C^ alkyl, or R, and R 2 together form alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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AM 7fr*-7 |S n kt-7- SE X?=c— T > 

AU t-^h7' T FR iv %Y*fA7 SI ^a^i = T 

BJ ^-f> G R MI ?U TJ ^i?***^ 

BR HU SZZlZv MN T M h,w*^**> 

BY ^VA— -> IE T'fA-Z^t ii * - -r TR hA- = 
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m m » 

* e, o'jc + ± v u >sta»#*j «k & * n & £^rw-r s 11^*1^ 

s * # » 

* & m 

SH^Cplatelet-derived growth factor, J^TPDGF<hB§f) ^i'OMS?^i 
^fc3B«iS^»boTl^C fen-Cl^* (Cell, 46, 155(1986)) 0 L^Ltt** 

PKJF^PDGF^#©i!£lM£K# -9 *EBS*i® ^ >UD&mWBT*$> V) . C *l £ 

— ooK*i Lt> in?DGFiS^OS#^«kl9fl^{wfe^«iffillS©m^^«I 
#J LWS§$ntV^(J. Exp. Med. . 175 , 1413(1992))^\ taPDGFin;i*:*<^ > 
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teSf&X&amriZib SPDGF^gttSE 'J >fWbKMF»J*Ja ^"OWt^ W L 
fc^!|{±3ti^{w^$tlTV^ (Cancer Research , 54 , 6106(1994) >. Proc. Natl. Acad. 
Sci.USA..92.2558(1995)) 0 JELL© C <h *m^. PDGFgigft: S B U >KfblH*jW*< 

U >S t L T. J. Med. Chem. , 37, 2627 (1994) , J. Med. Chem. , 37, 2129 (1994) . £ «k 
W^¥6-507643^|g. 3-7'J-^*y*t'J >3S<t LT. Cancer Research, 
54,6106(1994) *S«fctf4-b° 'J v?^-2- 7'J-^b°U ^ v>3i£LT^ Proc. Natl. 
Acad. Sci. USA. , 92, 2558(1995) ^bllTl^o 
LfrLtttftK 7 , J-;Hifcl^fD7 l J-;Hix ii* 

LfcflligfcWU ^oPDGF^^gBU >IMt©B»flFffl*W-*-*flS^«Ittx * 

«£*^»I©^y 'J LTlis «f£¥1 - 2 4 6 2 6 3^«ic 
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^ 4-7'J-;l/+; 'J *>©<t LT, J. Med. Chem. , 14, 1060(1971) 

. Acta Chim. Hung. , 112 ,241(1983), #<£B8 6 3 -5 1 3 7 5-^£3S. K-Y V 
<&Wm 3 1 0 1 5 4 4f, 1-246263 ^4>fR. ^Sftfr 3 9 3 6 4 

f£ *n © m & 
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( I ) 



{iScK R 1 fc^tfR 2 (ij@SiJ{cH. C ± -C 5 T>»U+;UT*S*x £>£^ii 
R x chR 2 ii— ^(C^CoTC -C 3 ©7;l/+U>«t5tOT'*^ Wii 

1 W^CHOli^ 

(a) X{±O^/c(iS-Z?*0s Qfi. 

5£ (ID : 




mliU 2£fcfi3T<fctU R 3 (iligijfc C OH. ^n>f>^ C 
1 -C 5 T^+;K C 1 -C 4 T;U3^->^fc{iC 2 -C 4 T>'>'UTab5] 

s; (III ) : 
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5£ (IV) : 




)\y 3. tz it C 2 - C 4 T v >»UT* ab -5 ] W £ *l £ S Tr £> 
(b) X(iCU S*t!iCH 2 T'*^ QJi> 
(V) : 




K^K j fcck^k(ii@SiJ{cO^/'c(ilT^>i9. R 5 MSiJfzH * /zte C - 
C 4 TJl*Jl-Z&l9, AltC - C g TJl^Jl, C x - C 5 TJl>r — j^ MVt 
(C 3 -C 1() ) TJl^rJ^ C - -C 4 7^3*J/*;U*'i^ ?^^;b N ^-7 

7'J;k <>vV;k S&^> vV;^fcliC 2 - c 4 7v;b 
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|J-;I/ST*^ A"e^t5$ tl6 Ztl^CDTJl^rJl^ 7 'J —JlM^. tz B-\ro 
CN, N0 2 s OH, N H g n '^t*>, C^-CgT-MrAs 
BH* (C 3 -C 10 ) Tfr*iW C 1 -C 4 T;U3^-> N C 1 -C 4 T^3+*> 
;k c i ~ C 5 7W ^ C 1 - C 5 Ti/n^ > N C - C g 7-M=- U> 
^4-->> C 1 -C 4 7^7;;^ v- (C 1 - C 4 T;l/+;U) 7; A 
C0 2 H, CONH^ N- (Cj-C^W) 7; F\ N, N-v- 
(C - -C .7A,*>V) 7; H\ C 2 ~ C 4 7 Jl*Jl7 i h\ MJ7;btn^f 
;k C 1 - C 4 7Jl>*Jl?-*^ 7x^Jk I»7x^ik 7x7^-A 

y + -> N 7x^ft> i^yx^^ft^ ^ jh— (c x -c 4 r;i^;b) > 

C 2 - C 4 T £S1R£ tl« 1 ~ 5 10MUI*WLTHT h £ < . B Ji„ 

O. S. NH, NCN, NRgtfcliNORg (CCT\ RgiiCj-CgT^U 

2. WA<NO«^ XteCK S^/;liCH 2 T'*>i9s Qii, 
s; (V) : 



R 5 R 5 

;n Ht (n ^a 



B 



(V) 



So } 
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W. X. R 3 . R 3 ' , R 4 . R 5% R g n Y, Z, A, B. m N j fcitF 

C 1 -C 5 T7I/^;I/ : /nt^k -Tv^ah°;k ^ 

v^f;k s-^f;k t-^f-;K ^>*-;K ^v<>f>ik ^st'O^K 
t -'Of-^u ; 

C 2 - C 4 T ->;l/ : T-b^yK t°^--;K yf- »J ;u ; 

c j - c 4 t;u+^t s y / ^jit i J . x.^;uy > a t°;br s y , 
-^ws; ; 

(C 1 -C 4 T;U^;b) T^y : v?^W;y, ^ifJl/7;7 N 
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C 2 -C 4 TJl*J\,T i K : T-fe h7; K\ t°;*>T i H\ $ K ; 

C x -C 4 7Jl>*J]s1-* : * x.=f-)l**^ ^otW, -fV^o 

ii7x^k CN, N0 2 , OH. NH^ aot»>, C a - C 4 T7Mr7k 

mvt (c 3 -c 1 Q ) t;u+;k c 1 -c 4 t^^+^ C j -C 4 7^3+>> 
77;u^;k C 1 ~C 3 7Ji*\s>i?**is^ c -c 4 T7U^7br $ v- 
(c 1 -c 4 t;u+;u) y$y. c 2 -c 4 t;u+;ut^ k\ hU7Wn^f 

(C 2 -C 4 T7b^;b) . ^>y-f;l/^7t(iC 2 -C 4 T->;uott3^t>jg(^ti5 

■Si7jcy^>' : CN, NO^ OH. NH^ ^d^t'X C 1 -C 4 T7Mr 

7k (C 3 _C 1 0 ) T;M "^ C 1 _C 4 T7U^+i/. C x - C 4 T7U^i 

*'>#7U**.=.7k C 1 -C 3 T7U^rl/>C?^-^>' N C x - C 4 T7b + 7bT $ 7. 
>KC 1 -C 4 T7b*7lO 7^7, C 2 -C A T)l*)lT % ¥\ bVyMaJ 
C 1 -C 4 T7l/+7U5 L ^- N 7x-;k 7iy*->. -7^71^;*-. -7^^ 
7b (C x -C 4 T7b+;b) „ Jl>-£tzl*C 2 -C 4 T v^UDcH^Stftl 

5 31fe©SC s fc- 3 tli$*lTI<^7x7 + ->S ; 

7U?-:t : CN, N0 2 , OH, NH^^d^ Cj -C 4 77b 
«M* (C 3 -C 1 Q ) 77b*7k C 1 -C 4 7)l =J*>\ C 1 - C 4 T7b 
=>+->^7U^7k C x -C 3 7Jl*U>iS**t/^ C x -C 4 T7b^7UT$ 
v- (C x -C 4 T7b+7U) 7;7> C g - C 4 T7b*7bT ^ H\ h*)Z?Jl>*zi 
y^7b N C x -C 4 T7Mr7b5=-*> 7x-;k 7x/+^ T7 .x ^b^. 7x 
—7b (C 1 -C 4 T7b*7b) . 0>/>f 7b£fcliC 2 -C 4 T'>;KD4u&x&»* 
tl5 3ffl*T®aitwio-ClKJI$tlT^57i— 7Uf-^-X ; 
g&K>yVf;b: CN, NO OH. NH 2 > >m3-7*>n C ± - C 4 T7b4- 
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)W mvt (c 3 -c 1Q ) y;Mr;k c 1 - c 4 7^3*v\ c i _c 4 T;U3 
^ c 1 - c 3 T->b*u>5?***>, c 1 -c 4 7^+;i'7iy, 

C x - c 4 T;u+;b^-^ 7*-)K ^iy^->. 7*— 7^ 
—)V (C 1 -C 4 T;U+;b) . ^V7^;^fc{i C 2 - C 4 7->;KO*^bSlf 

77^, u>=n»N s/^ck. sesu a^^^ 

tiZ i><D-?ti ifti&tz bftici itm 9 * "e t> l \, 
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R9 



200 
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Me H 
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e>4t&®}<Dmm-£& li z ft £> £ ft Z> i> <d 7? ^ c <h til* o £ t? t> ft i \, 

T^tSCi^'^io ^J^.ii\ Org. Synth. Col. Vol. 3, 272(1955). Acta Chim. 
Hung.jl^, 2410983)* £©ffif*D#fe&<*-S 0 OT©Hi60!|-C«ffl LTl^^ 
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Z.tf)<Tr^i> 0 Wilf, 'MtM^. »^ 17*. 150 §§#»£( 1 9 




1 (I) fo> Qfr'5£ (II) > gj (HI ) -£tzl±£: (IV) -e^^tiaij^r 
a. XA<OT^^M©M: 

2 a; (i) Q^a (V) [g (V) jfe^^'k^^feicOT^a] 
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Chem. Soc. , Chem. Commun. , 1157(1993). Synlett, 1157(1994)) tctEi^tlTl^b 
(III) hV7Jl<*nt?>KjU*i—h-£tz{t4vTJl£'<>l* (imbVyJl* 

~2 0 0 o C©iBH. #£L<ii 130-18 0°C©«5ffl(CT^^t ^(iil^^ 
1 #~ 5 Bf&fk # £ L < f± 1 0 #~ 1 B#fiS!fttfJ 




SIS (fl&Rtf. y h*Wf A) Zmtoi-o ] 
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3 4 



#J*.!*\ ^(Org.Syn., 51, 139(1971)) S5«<OJ£lT©*i*t= «t t) T "7 

2 0 0 -3 0 0°C) -r^C ilcJ:*jK3Ri5KJ6t*<<£tfcLfcS -T 'J - 
WtUHt S C i li J: D <5 T i^U*-* 7 x y - ;Ui§a£{*£f# & c ^ 

N-97f^;^7; K) 4\ TKBMb-*- h 'J «7 A £ £ {c-^Jg 8 0-1 5 0°C 




c. X^CH 2 T&S{b£H&J©£-J£ : 

X*<CH 2 T*«S (I) T?^£*l*fl:^told\ * h 5 -(R. Cutler) & CD J. Am. 
Chem. Soc. Jl_. 3375 (1949) {ClBttCD^^^iJffl L S:i^Tt5 fl C 
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3 5 

%Z> 0 X-r^f L/(J.K.Stille)t>CDJ.Org.Chem.,48,4634(1983) icfeigcD 

C#iRte\ fx (F'J7x^Mx7^ » x^i^A (II) *au K) #£T 




CiW>s A, R^ R 2 , Wfeettf EliK&©^£l^-e*l?, R" (i^f- 
3 (I) 4 3 > Q*<5£ (V) D£ (V) 4\ B^OT-fe^K j tel-e&fr^ 
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1**7 >g£ £ /c ii-eo^tt^ffl ^T7; Kfb-T £ C <t «fc *3 g ft©<t:£«r 
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3 8 



wit, mmtmm m*.^ n, N-y>f^M7; k) 

£ CL <h |j -5 o 



X*<CH 2 T**«S (I) ■e^*n«<k^ft{4^ * h^-(R. Cutler) t>©J.Am. 
Chem. Soc. 3375 (1949) «k o T^iti" SCi^iSo C© 

ft-^h D^A) £flD;i> + y U >9i3W**fcli4-*nn* 

*ii»issl mmm* wx-tt. mmsmfcrnm) immzit. 1-2 0B$ra 





c. 



X*<CH 2 T'*S^«5<0^filc : 
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4 (I) ^ Qri^ (V) K (V) fr N j 1s£&k&thiZl-C&Z>l 

X ^ -► / r+ AN OR ° 

ANCO */;t± ' 

/ ^ R '°^V^w 



R,0. 
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B^St'*>^M(i> ±f2IB«R©^'t>F^*fc*f L«0m^lW V 




liCH 2 T-£S 0 ] 

c. B^NCNT^5^i©M: 

B3&<NCN-e*>^it^(i. ^~tr> (H. J.Petersen) b©J. Med. Chem. , 21, 
773(1978) iciet&C^&C: «fc o TSUiS* * d £*<T?S £o 

C &£tt?rttt&*g M^f U><£^) ±12 a. -p 
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So 

III ^H^g)<b^g)ffiafe 
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mmn mA-ti, mm^n^ mm^m^, &Tta:#. m&#> umkm 
z.tiz><D&wm\\$, mnm^ztix^zmm. mmnu m&#k mnm. 

£&jms*P o . 5-50 &* l < w\ 1-20 nm%Mmx&z 0 
fl*©^icjei;TxesHes*i*j&<,> mtf. i~io omg/kg l 

< tt 1 -5 Omg/kg #*®fSfflT£ >K C^lBliJ fctt»[HU;:#y-CtS:^ 
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4 3 

m m m 

n?ms mt & 0 

HWJl (##0»J) 

6 h^->-2-^7 h-;U 

rfJflRiS©2, 6-^kKo + ->7-7^U> (9 6 1mg) *N, N-v>f-;U 
*^7; K (10 0ml) izmfrttzik, mmt> U *A (l. 2 4 4 g) £fln 
x.Wmzxm$Liz 0 3 0M-yyf;HS (1. 14ml) ^o<«TL 

7k t mm*- =9- frxftm t wm*- * jum^m^mst ^ ^ * *> * a l /c q 

1 H-NMR (CDC 1 3 , 90 MHz) : <5 3. 89 (s, 3 H) , 
7. 00-7. 18 (m, 4H) , 7. 5 3-7. 7 0 (m, 2 H) 
H^tt(FD-MS, m/z) : 174 (M + ) 

^»2 

6, h^v-4- (6-^ V±i^z2^L2-±2k*JLk2 ±JJLkL 

(1 2) 

4-i7on-6, 7-^h + y^/'J> (75mg) <h39fc«l 6 - 
y h + v-2-±7 h-Jl (1 7 4mg) 1 8 0W3 O^Wa^L 

Kffifi#4&*^*if>/T-feh> (2/1) -eJg§a-rsMv'J^>r^^ 
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ov h/7 7-f-i:J;f)«8!!U IS©{L^7 lmg s JR^5 9%Tr^c 0 
1 H-NMR(CDC1 3 , 90 MHz) : 5 3. 96 (s, 3H) , 4. 0 
7 (s, 3H) , 4. 08 (s, 3H) , 6. 53 (d, J = 5. 71Hz, 1 
H) , 7. 18-7. 3 6 (m, 3H), 7. 5 6-7. 9 1 (m, 5 H) , 8. 

5 0 (b r, 1 H) 
Il^KFD-MS, m/z) : 361 (M + ) 

6, 7-vV h*is-4- C2--^y^Jl^ J r^ ± J U > (1 0) 
4-? on- 6, 7-v 5 ^ h^rv'+y 'J > (4 5mg) i TUBES® jS -^7 h 
(1 4 4m g) ^I^U 1 8 0°Cti2^ti^L^m. HJfe^J 2 £ 

1 H-NMR (CDC 1 g, 90MHz) : 54. 05 (s, 3H) , 4. 0 

6 (s, 3H) , 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H) , 7. 7 5-8. 0 0 (m, 3 H) , 8. 5 0 (br, 1 H) 

lt7>«Tffi (FD-MS, m/z) : 331 (M + ) 

HWJ4 

6, 7 - v>V h^->-4 - (7 - j< js- 2 -^-^^^u^-^v) ^;y> 
(1 3) 

4-7nn-6, 7-^n^r^yJ> (8 9mg) <tmiSS©7- / h4- 
•>-2-^-Th-;b (2 0 9mg) £M£rU 1 8 0W3 0 5x^819$ L fcgU 

1 H-NMR (CDC 1 Q , 90MHz) :<53. 92 (s, 3H), 4. 0 
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5 (s, 3H) . 4. 07 (s, 3H) , 6. 54 (d. J=5. 49Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5 H) , 8. 

4 9 (d, J =5. 4 9, 1 H) 

KmfiVtm (FD-MS, m/z) : 361 (M + ) 

5 -J b^r-y- 1 -j-7 h-Jl 

^ H — NMR (CDClg, 90MHz) : 54. 00 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H) , 7. 3 0-7. 4 8 (m, 2 H) , 7. 69-7. 
9 0 (m, 2H) 

(FD-MS, m/z) : 174 (M + ) 

HWJ6 

6, 7- h^->-4- (5-> ht'>-l-^-7Wt-» ^7'J> 
(1 1) 

4-^na-6, 7 - "J/ h * ->*7 U > (8 5 m g) <tHJfe0J 5T?»rt: 5 - 
y h + v- 1 h-^ (6 7mg) £zl£U 1 8 0 W2 0 5iW%$¥ L tz 

mmm2 tmmammz&^TimL^ »fb^i 9m g . j&^i 4 

^ H — NMR (CDClg, 90 MHz) : 6 4. 04 (s, 3H), 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1H), 6. 83-6. 9 
2 (m, 1 H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H), 8. 43 (brs, 1 H) 
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wm&mm (fd-ms, m/z) :36i (m + ) 

6, 7-v'y h*i/-4- (4-^> KUJM^frvQ u > CI 7) 
4-^dd-6, 7-yn^'/+;'J> (112mg) £ rf^S© 4 — t K 
n*W> K-;U (2 0 Omg) £M£U 1 8 0W3 0#R!Mt#L/Co 

U * n □ AJt£toMSI*^ •> A« L /Co «ET«KB*!fex S 
i^^nn*;L-A/g|Sxf;b (3/1) ?IRJt5»I>"J*Wo7h^ 

1 H-NMR(CDC1 3 , 90MHz) : c5 3. 95 (s, 3 H) , 3. 9 
6 (s, 3H), 6. 08-6. 13 Cm, 1 H) , 6. 35 (d, J = 5. 2 
8Hz, 1H) , 6. 83-6. 93 (m, 1 H) , 7. 29~7. 45 (m, 
5H) , 7. 62 (s, 1H) , 8. 40 (d, J=5. 05Hz, 1 H) 

mmftffim cfd-ms. m/z) : 320 cm + ) 

H»J8 

6, 7 -it* b*i/-4- (3, 4->7h^->7x^'» ^7'J> (8) 
4-* no- 6, 7-i>V r + f*; U > (9 Omg) <h rfrKS© 3 , 4 - 
/ ^^i/-^ (1 8 7mg) fcfi^U 1 8 0W3 0#R3fll£#L*:gU 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 87 (s, 3 H) , 
3. 93 (s, 3H), 4. 05 (s, 3H), 4. 0 6 (s, 3H), 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (d d, J=2. 4Hz, 9. 2H 
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z, 1H), 6. 75 (d, J=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 
(d, J=4. 9Hz, 1H) 

(FD-MS, m/z) : 341 (M + ) 

HWJ9 

6, 7-^ht->-4-(6-t; 4-7 'J > (15) 

4-?od-6, h^->^y U > (9 Omg) iffiES© 6 - fc Kn 

**>*>"J> (1 7 6m g) *«fflU H«J8 i[Hl«cD^TrM^J:0*«M 
£K«fct>3afi<Dft#4»*:6 2mg N JR^ 4 6%Tl#fc D 
1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 05 (s, 3 H) , 
4. 06 (s, 3H). 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7. 6 2 (m, 5H), 8. 13 (d, J = 8. 5Hz, 1H), 8. 22 (d, 
J=9. 2Hz, 1H), 8. 53 (d, J=4. 9Hz, 1 H) , 8. 94 
(d, J=4. 3Hz, 1H) 

wm#mm cfd-ms. m/ Z ) : 332 (m + ) 
mrnm 1 0 

6, 7-^n^'>-4- (3-7^tD7x;^y) *J 'J > (4) 

4-?dd-6, 7-^n + ->4;'J> (lOOrag) imi5S©3-7;U 
to7x;-;K0. 2 0ml) 1 8 0W3 0ftmm&Ltz o RiS 
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1 H-NMR (CDC 1 g, 500 MHz) :<54. 04 (s, 3H), 
4. 06 (s, 3H), 6. 56 (d, J=4. 9Hz, 1 H) , 6. 93 (d, 
J=9. 2Hz, 1H), 6. 9 5-7. 0 5 (m, 2 H) , 7. 39-7. 4 
5 (m, 1 H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

Bfi##rffi (FD-MS, m/z) : 2 9 9 (M + ) 

n«j 1 1 

6, 7-^F4->-4- (3-tKot'>7x;t'» ^7 U > (5) 
4-^nn-6, 7-^ + 'J> (3 0 0mg) <t TUBRnn© U "/Jl is 

y^JT-i-T—h (0. 8 3 5ml) 180t*30^WLfc o 

«BET»IWe* LT^fc^St*. * o □ *;UA-p|SiHb"r S - t K J: »3 ^jgo{b 
£r$5£ 37rag,iK*9 %Tl#fc 0 

1 H-NMR (CDC 1 g, 500 MHz) :<54. 01 (s, 3H), 
4. 02 (s, 3H), 6. 48 (t, J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H), 7. 3 9 (s, 1H), 7. 47 (s, 1H), 8. 40 
(d, J=5. 5Hz, 1H) 

Km&Vrm (FD-MS, m/z) : 2 9 7 (M + ) 
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mmm 1 2 

6, 7 -it* (4-yo ; &7x;^y) *J ') > (7) 

4-?od-6, 7-;n + y+yj>(l. 0 0 g) £ rfJ&S© 4 - 7 n 
^x;-;b (1 1 5mg) £«£U 1 8 0°C*4 0ftmm&Ltz o 
tetefSfrUfcifek*:*- h U •> AtK^T"* ft) L 7]c i * a □ U 

-^©JII#TigJ!i&j^*-£Sl L «*^SBa-T 5 -> U 77 y ;U77 

-K«fc!»)fi&tau mm<D4t&to& 1 . 2 0g, W7 6%Tl#fc 0 
1 H-NMR (CDC 1 g, 500 MHz) : 3 4. 04 (s, 3H), 
4. 05 (s, 3H), 6. 48 (d, 3 = 4. 9Hz, 1H) , 7. 08 (d, 
J=8. 5Hz, 2H). 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2H) , 8. 51 (d, J=4. 9Hz, 1 H) 
liMI (FD-MS, m/z) : 3 5 9 (M + ) , 36 1 (M + +2) 

mmm 1 3 

6, 7-y7h^->-4- (2-y hty7x;^-» 4^7 D > (1) 
4-^no-6, h + y+;>J> (10 2mg) imSSiS.©2-^ h 

+ '>7x;-;K0. 5ml) 1 5 0t?*8i$ra»#L;teo RiEiS^ 

7 6mg, JR$5 4%Tl#^o 
1 H-NMR (CDC 1 o. 90 MHz) : 5 3. 78 (s, 3H), 4. 0 
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5 (s, 3H), 4. 05 (s, 3H) , 6. 31 (d, J=5. 3Hz, 1 H) 
, 6. 9-7. 4 (m, 4H) , 7. 4 2 (s, 1 H) , 7. 6 3 (s, 1 H) , 
8. 4 5 (d, J =5. 3Hz, 1 H) 

(FAB-MS, m/z) : 312 (M + +l) 

mmm 1 a 

6, 7-v'y b*->-4- (3-^ t±js2-±2JLkl $-J l )> (2) 
4-/7Dn-6, 7-y> U > (1 0 3 nig) irfrflRS© 3 h 

*^>:7W-;l/ (158mg) £iE£U 16 0W9WjfL/; o S^iS^r 

1 H-NMR (CDC 1 3 , 90MHz) : 5 3. 82 (s, 3H) , 4. 0 
4 (s, 3H), 4. 05 (s, 3H) , 6. 53 (d, J=5. 3Hz, 1 H) 
. 6. 7~6. 9 (m, 3H) , 7. 35 (t, J=7. 0Hz, 1H) , 7. 
43 (s, 1H) , 7. 54 (s, 1 H) , 8. 50 (d. J=5. 3Hz, 1 
H) 

JCftfrtFHfi (FD-MS, m/z) : 311 (M + ) 

mmi 5 

6, 7-->-y h^>-4- (4-y h^i/7x^y) U > (3) 
4-?nn-6, 7 - 5» U > (10 3mg) <fcm«S© 4 h 

*'>^;-;l, (2 8 6mg) ZM&U 1 5 0 W6W4!l^lfc 0 SJ£S£- 
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1 H-NMR(CDCl 3 , 90MHz) : S 3. 85 (s, 3H), 4. 0 
5 (s, 3H) , 4. 05 (s, 3H) , 6. 41 (d, J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3 Hz, 1H) 

Wmfttitm (FAB-MS, m/z) : 312 (M + +l) 

mmm 1 6 

6, 7-^y h^>-4- (5-^7 U;M-^» 4-7 U > (1 4) 
4-^ op- 6, 7-v> h + U> (5 Omg) £ miKS© 5 - t Ko 
4->*/<J> (5 Omg) £i:I£U 1 7 0°C*1 O^I^L^o 

*Lr»fcKat«r^-^>/PKi^->U (1/1) Ml^nnt^A 

(5 o/i) -cmmi-^mm^^tfY^^u^ b^^y^f -izxio 

1 H-NMR(CDC1 3 , 90MHz) : 54. 0 6 (s, 3H), 4. 0 

7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m, 

3H) , 7. 68 (s, 1H), 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 

J=5. 3Hz, 1H), 8. 49 (dd, J = l. 76Hz, 4. 17Hz, 
1H) 
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liMt (FD-MS, m/z) : 3 3 2 (M + ) 

mmm i i 

4-^ on- 6, 7-$>y h*'>*/ 'J > (9 7mg) trfJESFp© 1 h 
(3 4 Omg) £i>S£rU 1 5 0 W8B#fy»£ Ltz a KfoM&V>}£tffiUpi 

fcaaf^^-y-^/m^^b (3/i) -ejgra^L * uu*)ii*// 
(i o o/i) -emm-tz'svtiY^ti^^vu-? vy^yj -\z.&<omm.L^ 

^z^^-y/^m^^ (1/1) -cmmi-ZMMis <) Ji¥Jl? n^r h 

1 H-NMR(CDC1 3 , 90MHz) : 54. 0 5 (s. 3H), 4. 0 
5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2~7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8~8. 0 (m, 3 H) , 8. 35 (d, 
J =5. 3Hz, 1H) 

mmftmm. cfd-ms, m/z) : 331 (m + ) 
mmm 1 8 

6, h*>-4- (5 — r > K'j ;m-*vO ^yj > (16) 

4-*no-6, (1. 0 g) iff^S© 5 - t Ko 

*W>K-;U(1. 19g) 15 0W1. 5BSIH*#L*:o 
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1 H-NMR (CDC 1 g , 90MHz) : <5 4. 05 (s, 3H), 4. 0 
7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 
1H) , 6. 9-7. 6 (m, 5 H) , 7. 6 7 (s, 1 H) , 8. 44 (d, 
J=5. 3Hz, 1H) , 8. 55 (b r, 1 H) 
fi7}|ffi (FD-MS, m/z) : 3 2 0 (M + ) 

mmm 1 9 

6, 7-^F^->-4- (3-^ b*is7 *J V > (117) 

4-^ no- 6, 7-^h*">*yj> (5 0mg) im^S© 3 - ^ h4- 
^>-tr>^7|--;b (7 7mg) £zl£rU 1 8 0°Cf 3 0 f^it^ L fc Q mm 

mi 8 tmmcommzx^xmmu mmcDit&mzi 2m g . jr^ioo%t- 

1 H-NMR (CDClg, 90 MHz) : <5 3. 79 (s, 3H), 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
, 6. 9-7. 5 (m, 6H) , 8. 45 (d, J=5. 1Hz, 1 H) 
IWKFD-MS, m/z) : 3 2 7 (M + ) 

mmm2 o 

6, 7-v7 ht->-4- (4-^ j.—jl=f-jr) ^yij> (118) 

4-^ no- 6, 7-^h*->*;'j> (5 0mg) irtJISScD 4 - ^ h4- 
i"0-t?>*>t--,»!, (6 3mg) £i!I£rU 1 5 0 W5#RS3i£#L/c 0 HJfefll 
1 8 i^i©«m:J;oTflffll!U Mlc* o o*^AT?ttiMb-r* C <hlc«k 
m<Z>4t&®* 8 0 m g N JR^lOO 96T?»fc 0 
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X H-NMR(CDC1 3 , 90 MHz) : 5 3. 88 (s, 3H), 4. 0 
3 (s, 3H) , 4. 05 (s, 3H) , 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 15 (d, J=8. 7Hz, 2H) , 7. 38 (s, 1 H) , 7. 39 
(s, 1H) , 7. 52 (d, J=8. 8Hz, 2 H) 8. 39 (d, J=5. 
1Hz, 1H) 
flMt (FD-MS, m/z) : 3 2 7 (M + ) 

$mm2 i 

rfJgfc D a n ©4 -^^7x7 (17. 3g) £N, N-yyf;^^A7; 
K (9 0ml) JcjgASLfcgU XftTXMitJ- h U (2. 6 4 g) ^Snx-^c 
MfiT^T— IftliJ^x ^oD^f-Wf-^x-r^ (8. 3 5ml) ^Jn^ N 

^18. 2 5g^ iR$8 4%T#/: 0 

1 H-NMR (CDC 1 3> 90 MHz) : 5 3. 46 (s, 3H) , 5. 1 
3 (s, 2H), 6. 91 (d, J =9. 2Hz. 2H), 7. 38 (d, J = 
9. 2Hz, 2H) 

mmftVtM (FD-MS, m/z) : 216 (M + ) , 2 18 (M + + 2) 
HWJ2 2 (#%W 

4 - h u -n-y^;b^>- 1 - y h^->^^;u^^y -ju 

HWJ2 11?#fc4-^a* - 1 -y f^7x;-^ (15. 9 9 g) 

^7R7-^7kKn77> (2 0ml) izjgjSU T^n*>5?EmTrf5|g D n aCDv 
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^*S/*At&;fc (1. 9 7 g) ^tinz., W^3^m<DM^T- k Kn7 5>i 
^ 1 IJa^^ ; i c J: o t^M^^tfco 7/*i">A«U KJ5£ 
^^IfiCl^fcfrt^ fh7tKn77> (10ml) JcflSrfJ LfcrUBSS© 
itft h 'J-n-7f^X (2 3. 9 9 g) £v$>^ < <9 tiTLfc, MiS*4B# 

1 H-NMR CCDClg, 90MHz) : <5 0. 8 0-1. 6 5 (m, 27 
H) , 3. 48 (s, 3H), 5. 17 (s, 2H), 6. 91-7. 42 (m, 
4H) 

WmftVrm (FD-MS, ra/z) : 4 2 8 (M + +l) 

HJ60J2 3 (#%#J) 

^JiPJ2 2^?#/-c4 - h 0 -n-y^-Jl^-y-l h*is/ f^7x;-^ 
(1. 2 8 2 g) £rfJES©4- (bU7;l/tn^f;b) K>W;l^n 'J K 
(6 2 6mg) i?DO**i (5ml) lc?gft?U ffTflSffi© t'T, (h'j7x- 
;U^x^^ » A7-^A (II) 7DiJK (8m g) £Atu 5Nf^j|ILfc 0 

amm-??* ->7A -es&i l tz Q mKTmmm^mzm ^ntzmm ( 1 . 028 

g) ^x-h^k Ko77> (2m 1) izmmZit^ 7k (5ml) i 6 N^Tk^ 
%L (12ml) %m?LT 4 . 5 B^RHiSM Ltz a S^l^^SSfai^h^ hiJ7A 

*m&tx--TJiT~ftmu ^-TJim^rnmLm^y^i'^^mmt^ wee 
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K*^fS(FD-MS, m/z) : 2 6 6 (M + ) 
HWJ24 

(4 — b ] ) 7 )l3r nyfJl/7x — ;!/) {4- [(6, F^->-4-^ 

7 UjjQ £±iS\ 7 ^-M * 5> J > (29) 

4-^od-6, h*WJ> (8 1mg) £H*fe0iJ2 3"e|#^4 

-hF'o + y7x^ 4-h'J7Moyf^7x^ rh> (2 8 8mg) 
£*i£?U 1 8 0°C*2 O^mmWLfz^ ZLfcm&Sfatt^T-y/Tlz h > 
(2/1) TJg53-r^^B>";^^^n-7 h^^^^r -{^Ji^ffi^Ls fl© 
tt&m* 98mg, JRS|S 6 0 %Tl#*io 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :6 4. 03 (s, 3 H) , 4. 
06 (s, 3H) , 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s, 1H) , 7. 47 (s, 1 H) , 7. 7 

8 (d, J=7. 9Hz, 2H) , 7. 91 (d, J=7. 9Hz, 2H) , 

7. 94 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 9Hz, 1 H) 
It^W (FD-MS, m/z) : 4 5 3 (M + ) 

HWJ2 5 (#%0>D 

4-bKn^->7x-;l 4 - 7 f^kZ ^— ^ b > 
HWJ2 2-e^7^4- h U -n-7>;l^>- 1 -/ h 4- ^ f-Jls? J -)l> 
CI. 2 8 2 g) <tmi5D a a 04- hWJ^o'J K (4 6 4mg) £?oo* 
(5ml) lcigfl¥U rPBKa©t*x (F'j7x-;^X7 0) '^Vvi* 

ai) *ng k (8m g ) *a*u 8 ^BBisaE l fc c w^m^m^mm\ 2 3 £ 
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Lfz 0 BET1tm&£&»tz9IM. (9 6 7m g) *fh7tKo77> (0. 5 
m 1 ) tK (4 m 1 ) i 6 N&g&ki&ifc (10ml) £Jo;LT 7 B$fU! 

L fz 0 %.fcm&®&mMm2 3£l^ft®7j&^&LHU M©{b^^2 7 
lmg, JR^5 3 4%-entz 0 
Sl^llfl (FD-MS, m/z) : 212 (M + ) 

l*l»J 2 6 

(4- [ (6, UAO ;f*->J (4-^ 

y > (3 0) 

4-^dd-6, 7-^n + ^yj> (89mg) £H»J 2 5 4 

-t 4-^^7x^ 7"h> (2 4 8mg) 

1 8 ot*i oftmmwttz'^ mmw2 4tmm<D^m-?mm-fzzti-£to, 

mm<Dit€i®rtk 1 1 8 m g. TO 74 %~?mz 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 2. 45 (s, 3H), 4. 
03 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J=7. 
9Hz, 2H) , 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 

WMftVim. (FD-MS, m/z) : 3 9 9 (M + ) 

H«IJ2 7 (#%W 

3-^oo7x-;l/ 4 - b F'a^'>7^^;U »h> 
MM&\2 2-vntzA- V I) -n-7^;U^>- 1 l>^'>^f;l/7x;-^ 
(1. 2 8 2 g) i«D©3-7DnO'/>{^7o'J K (525mg) 
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od*;I/A (5ml) lzi%ML, rUKon©t*^ (F'J7i_;kt77^ » 

(II) ?n>J K (8 m g) SrAtU 7 BSfSiSafi L fco SJSzI^^IISg^J 

A-CiaBLfco «ffT««e*»#feM (1. 9 1 4 g) ©rt. (1. 5 
6 3 g) fh7tKa77> (1ml) * (7ml) £ 6 

Nmwt7kmm c 1 7 m 1 ) zunx-x 8 n#Rsj«8fE l ^ q sic/i^^iim^j 2 3 1 

I^©7j£-«3IU mm<D4t&®}*3 1 3mg, W2 2%Tl#/c 0 
H«##rtfl (FD-MS, m/z) : 2 3 2 (M + ) 

8 

(3-^PP7x-Jb) {4- [(6, 7 -vV h*->-4-*y jJAQ *± 

>j z^E^kl ^ ^ > (3D 

4-?od-6, 7--/V h + ^+y 'J > (89mg) £H«J2 7Tl#fc3 
— ?dd7 4 - t Kd + '>7x- ;U y h> (2 7 9mg) ^g^L> 

1 8 0 W 2 0 ftmim L *:« H»J 2 4 i |5]1«cD7a S -efSSit" 5 C t ^ «fc »9 . 
M®Yb^«a*6 7mg. 1R^4 0%T^ o 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 05 (s, 3 H) , 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz, 1 H) , 7. 31 (d, J 
-8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 37-8. 03 
(m, 4H) 

nm#mm (fd-ms, m/z) = 4 1 9 (m + ) 
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mmm2 9 cmmw) 

r^ffi-FaCD- hay try (5m 1 ) r$\ mfiSS© T - V - )\s (541rag) £rU 
H5S©4- t -/f;K>7^j^D 'J K (9 8 3mg) irfJggSOX* > 
A(III) h U 7^d^ ^ h (4 9 2mg) &fln;L N 6 0ti:T2 

M&ftffim (FD-MS, m/z) : 2 6 8 (M + ) 



IUfefll3 0 (#%#!) 

4 - t -yf 1 ^^^— 4-bKo^->7x-^ Vh> 
»J2 9T'f§/:4- t - 7f ;l-7x-^ 4-n + ^7x^ y h > 
(8 6 2mg) £N, N->7f^;bA7 $ K (3 5ml) lw*JBU 7-h'J 
^^^ty h**K (5 6 2mg) *Jd^ n 7;^*>»T 3 Nrl8H«E L/c 0 

7 9 4mg. JK^9 7«fj|fc, 
1 H-NMR(CDC1 3 , 500 MHz) : 51. 36 (s, 9H), 

6. 92 (d. J=8. 5Hz, 2H) , 7. 49 (d, J=8. 6Hz, 2 H) 
, 7. 72 (d, J = 7. 9Hz, 2 H) , 7. 79 (d, J=8. 5Hz, 2 
H) 

Ii7>tfftt(FD-MS, m/z) : 2 54 (M + ) 
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HWJ3 1 

(4 - t -yf;[/7x-;b) {4- [ (6, h*->-4-*y IW 

±±jSj 7j.-M J y (3 2) 

4-?no-6, 7--J/ 'J > (3 4 lmg) tH»J3 Otifc 

4- t -y*Jl7^— Jl 4 - t Kn + ->7x- Jl y h> C7 7 5mg) 
£U 15 0t4>15^FWLf: o >/T-fcr h y-CMmtZ ; s U 

*7A^D7h^77^ J; U IS©ft:^7 2mg N iK^l 1% 

1 H-NMR (CDC1 3> 500 MHz) : 8 1. 38 (s, 9 H) , 4. 
04 (s, 3H) , 4. 06 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J=8. 5Hz, 2H) , 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J =4. 9 Hz, 1H) 

KAftVrm (FAB-MS, m/z) : 4 4 2 (M + +l) 

^WJ3 2 (###]) 

4 - £'7 ^—Jl 4-^ ^■>7x-;l> g; h > 

rfalSaO-hoy ^> (50ml) 43, 7fimS.<£>T-V-;b (3. 2 4 4 g) 
imSS.?D©4 - 7x-iK>^;^ a ij K (6. 5 0 0 g) irfJISiFnGM v r- 
^fcf^A (III ) h'J7Mn^>x;^^-h (1. 8 6 1 g) £flQ;L, 
6 0°CKT2 WfEim&LfZo fcJfcm&to&7kt?vu*Jl,J*T"ftW'&. 9 nn 
^jUAM^7K55EKv^^^^^^tMffiT^®*Lr?#7t^ (9. 8 
4 2 g) ©— £15 (1. 0 0 g) SrIKtU ^*if>/y-feh '>U*Y 
^7A?D7h/77>f-i;«fc>3«!SU mmeXt&V!)* 3 0 Omg, IR$3 
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4 

^H-NMR (CDC 1 g, 500 MHz) : 6 3. 90 (s, 3 H) , 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t, 3=7. 3Hz, 1 H) , 
7. 48 (t, 3=7. 3Hz, 2H), 7. 65 Cd, 3=7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2 H) , 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 8 7 (d, J =9. 2Hz, 2H) 

mmftmm (FD-MS, m/z) : 2 8 8 (M + ) 



HWJ3 3 (#%#D 

4 - fc":7 ^— ;b 4-b Kn4^7 ^— 7b »h> 

»J3 2T{|t4-l:'7x-;l/ 4-^h + ->7x-;b 7"h> (2 6 7m 
g) £N, N-yyf^JbAT^ F (20ml) CilPU th'j7i»ft> 
h*->K (162mg) *anx. x 7;^>5ffl^T3HHiS«Lfco EU&m&m 

m&vmH&* mymm •? ^71 -vim l meet^s^ l xm tznm. 

t-*C£tcfc!K $fiO{fc^2 0 7rag, JOT 8 2%-e^7t 0 

! H-NMR (CDC 1 3 , 500 MHz) : 56. 91 (d, J =8. 5H 
z, 2H), 7. 43 (t, J = 7. 3Hz, 1 H) , 7. 52 (dd, J = 7. 
3Hz, 7. 9Hz, 2H) , 7. 70 (d, J=8. 5Hz, 2 H) , 7. 7 
5 (d, J = 7. 9Hz, 2H) 7. 77 (d, J=7. 9Hz, 2 H) , 7. 
8 3 (d, J = 7. 9H z, 2 H) 
It^i (FD-MS, m/z) : 2 74 (M + ) 
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mm 3 4 

{4- [ (6, 7-y^4y-4-^;'J^) t^->] 7^-;b} (4-tf 
y^-jl) t ? j > (3 3) 

4-^du-6, 7-^h*^>"J> (6 5mg) iHSfe^J3 3"?^ 4 
- E7x-ib 4-tKn + y7x^ y h > ( 7 9 m g) £ig£-U 1 8 0 

W3 0ft?m$¥Ltz o Rfom&®}*?***Ji'^/mm^?-Ji a o/d t 

mg, 1R^3 l%-nnfz 0 

1 H-NMR (CDClg, 90MHz) : <5 4 . 11 (s, 3 H) , 4. 1 
4(s, 3H) , 6. 7 4 (d, J=5. 3Hz, 1H), 7. 30~8. 09 
(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 
Il^lt (FAB-MS, m/z) : 4 6 2 (M + ) 

HWJ35 cmm&D 

rUlgn n n©- ho^> (10ml) cK rtTflg D a a OT-V-;l/ (1. 0 8 1 g) 
imiSu n n®2-^7 h-<;U^o >J K (1. 9 0 6 g) infT^©-* 'yf^ti^A 
(III) MJ7Ma^^>x;^?-h (6 2 0mg) £#P;U 6 0tlCT8 

fr-zmffi-? h's^ii YJltj 7A?D7h ^5 77-f — irj; ^SOrtl^r 
«:8 1 7mg. iR§£3 l%Ti§*io 

1 H-NMR (CDClg, 500 MHz) : 5 3. 89 (s, 3H), 6. 
98 (d, J = 9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz. 1H), 7. 8 6-7. 9 3 (m, 6 H) , 8. 
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2 1 (s, 1 H) 
IlMt (FD-MS, ra/z) : 2 6 2 (M + ) 

mmm 3 6 mnm 

4-bKn^->7x-Jl/ 2-^-^^>>b ^ h > 

»l3 57H/:4-y h + y7x^;l/ 2-t7f;b ^h>(7 3 5mg) 
*N, N- *J* f;^;bA7 5 K (2 0ml) fwigft? U h U ^Aft^ 
->K (4 9 1mg) Ztiax.^ TJl=f>&m5LT5B$r$X&LLfz 0 JZfom&Va&m. 

mm 3 3 1 wm^mKvt *> xmmt z c i k =t 5 , ^moit^m* 5 9 5 m g N 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 6. 93 (d, J = 7. 6H 
z, 2H), 7. 61 (t, J=7. 0Hz, 1H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) , 7. 78-7. 80 

Cm, 1H) , 8. 0 2-8. 1 0 (m, 3 H) , 8. 2 5 (s, 1 H) 

K*#0HI (FD-MS, m/z) :2 4 8 (M + ) 

mmm 3 7 

{4- [ (6, 7-v7 h4y-4-^7'J;l/) t^->] 7x-^} (2-J- 

Z±M * > (3 4) 

4-*nn-6, 7-v>> h U > (1 1 2mg) iHJfe^J3 6l?»fc 

4-kKn + «>7*-^ th> (124mg) 18 

o°c£3 oftrm&Ltio K^m^^m\mtimi- v u ^«^ DD 

* ^ A 7DDt^Al £4&Zkfii& v ^ * /7A L . MjET^ 

e^»»t>nfcSat (2 2 7mg) <D— g|5 (5 Omg) ^dd*W 
(5/1) TJTOt-«»Ji'>y*y;U^D^h^7^-tc«kt)3BMa! 
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u mmmt&m&i img. jr^2 3%-emtz 0 

1 H-NMR (CDC 1 3 , 90MHz) : 54. 05 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 70 (d, J=5. 3Hz, 1 H) , 7. 35 (s, 1 H) 
, 7. 4 8-7. 9 0 (m, 5 H) , 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H), 8. 60 (d, J = 5. 3Hz, 1 H) 

(FAB-MS, m/z) : 4 3 6 (M + +l) 



H»»J3 8 

mmShcD— b □ p< 9 y (1 0m 1) tf 3> Tfiflfc&OT-V-Jl (1. 0 8 1 g) 

<tmg£n a D0 2-^y-OU?O U K (1. 4 6 6 g) <t Tfj IRnciO "i 'J'fA hf ^7 A 

(III) b V 7 Jl*u b (6 2 0mg) £fln*. N 6 0ti:T8 

*K mMcD^^9 6 5mg. iR$4 4W/: 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 89 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (d d, J=3. 7Hz, 4. 9 
Hz, 1H) , 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d, J=8. 6Hz, 2 H) 

mmfttirm (FD-MS, m/z) : 218 (M + ) 



mmm3 9 (##^d 

Hifefll3 8"e^4-y h + i/7x-^ 2-^-;U ^h>(8 0 4mg) 
*N. N-^>f;^A7; K (3 0ml) lwjg»U * h US A 
vK (6 4 5mg) £tjn;t. T;Hf>3?ffl»T5l^lffljt«ELfco 
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9 3 %T-^/Co 

1 H-NMR(CDC1 3 , 500 MHz) : 6 6. 8 4 (brs, 1H), 
6. 93 (d, J=8. 5Hz, 2 H) , 7. 14 (d d, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J = 3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d, J=8. 5Hz, 2 H) 

MMftmrn. (FD-MS, m/z) : 2 04 (M + ) 

H»IJ4 0 

(4- [ (6, 7-->V h^>-4-^y 'J AO 7^ — ;U} (2-f- 

^-;b) t 9 J y (3 6) 

4-^00-6, 7-^^ h*>*y U > (11 2mg) iH»J3 9-cmtz 
4-tFo+->7i^ A ^rh> (102mg) 16 

0^*4 0#H«#Lfco RJKR^»*IQ6«I2 4 £ |5H§©7j £ C t 
Kit), »ft^3 4mg, iR^17%Tl§fco 

1 H-NMR(CDC1 3 , 500 MHz) -.6 4. 04 (s, 3 H) , 4. 
07 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J = 3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2H), 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1H), 8. 00 (d, J=8. 6H 
z, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
Hl^tfftt (FAB-MS, m/z) : 3 9 2 (M + +l) 
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(4-^aa7x-^) {4- [ (6, 7 - i? / h * -> - 4 -fr J U ;U) it* 
■>] y ^y > (3 7) 

4-* no- 6, 7-->V h**>*y 'J > (1 1 2mg) £ rfrIg n D D CD 4 - * o 
o^x^-^ 4-tF'a + ->7x-^ (3 4 9mg) ^S^U 180 

°C*2 O^m^L/Co RCvMi^^n D *;bA/^g?^?-;U (5/1) TJg 

4X3*1 2%Tl#*: 0 

1 H-NMR(CDC1 3 , 9 0MHz) : 64. 03 (s, 3 H) , 4. 0 
7(s, 3H), 6. 66 (d, J = 5. 3Hz, 1H) , 7. 19-7. 34 
(m, 2H) , 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 99 (m, 4 
H) , 8. 5 8 (d, J =5. 3H z, 1 H) 

mmftmm (fd-ms, m/z) :4i9 (m + ) 
mmm a 2 

(4 -7^o^ a.-;!/) {4- [(6, 7- Nfr*>-4— fry * 
fr->] y ^y > (3 8) 

4-?od-6, 7-;n + y+;'J> (112mg) <!: miSS© 4 - 7 ;U 
tn7x_;b 4-tF'D+^7x^ ^rh> (3 2 4mg) *fi^U 17 

0^2 oftmrnnttzo %.fom&W£nmm4 1 tmm^m-^nm^^zt 

i^^iQ, mmtDlt&Va&l 14mg, JR^5 i%^mz 0 

1 H-NMR(CDC1 3 , 500 MHz) : <5 4. 04 (s, 3H), 4. 

07 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1H), 7. 27 (s, 

1H), 7. 28 (s, 1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 



WO 97/17329 PCT/JP96/03229 

6 7 

86 (d, J=8. 5Hz, 1H), 7. 88 (d, J = 8. 5Hz, 1 H) , 
7. 90 (d, J=8. 5Hz, 2 H) , 8. 58 (d, J=4. 9Hz, 1 H) 
MfcfttFHSS (FD-MS, m/z) : 4 0 3 (M + ) 

H«J4 3 

{4- [ (6, 7-yn^y-4-^7'J^) ^y] 7x-;l) (7^_ 
y ^ y > (39) 

4 - ? d o - 6 , 7-y7h + y^yj>(9 1mg) i rUig n n n CD 4 - t Kn 
7 * y > (2 4 3mg) £S£U 1 8 0 °C+ 3 0 tJPbTO^ L/c 0 S 

fom&tiozmmm 31 1 mm<Dj5&-?mm-?z> c t tz & t> . mm^^m* 3 8 

1 H-NMR(CDC1 3 , 90 MHz) : 5 4. 03 (s, 3 H) , 4. 0 
5 (s, 3H) , 6. 66 (d, J=5. 3Hz, 1 H) , 7. 31-7. 99 
(m, 11H), 8. 57 (d. J = 5. 3Hz, 1 H) 
ISMfimm. (FD-MS, m/z) : 3 8 5 (M + ) 

HlfeFiJ4 4 (#%0»J) 

3, 5 -yy b*is h;Loi> 

T-i? h (2 0 0ml) KrfJiRiS©*^ W (5. 7 7 g) 
£iK V**)\,mk (8. 4 7ml) A (12. 3 g) £flOX.T> 

^*t>/ffi|xf-;l/ (5/1) TSHtS 'J *^*7 D7 h /5 7 
-Tf«!!!t«:il:J:t), SIB©<b^fe*5. 0 4 g. C$8 2«-e»fc e 
1 H-NMR (CDC 1 Q , 5 0 0MHz) :52. 30 (s, 3H), 
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3. 76 (s, 6H), 6. 30 (s, 1 H) . 6. 37 (s, 2 H) 
HWJ4 5 (#%0D 
&tRt- h7 t Kn77> (10ml) (rHJS^J4 4Tl#fc3, 5 h + *> 

h;^> (i. o o g) *mmu mm&fflm.~F-4 5°c*migD a n©2. sm® 

n-Zf?-JlV?-'t?M>-^*-V-ymm (2. 9 0ml) 3 OajKfflKJ* 

L/Co mi£i£©4 -y h*v"OV-r;U* a y K (1. 23g) ^fhv 

tKo77> (10ml) KigJBU -4 5t*^o<t)JiDi/: 0 1B#IH!M£ 

^*;U (5/1) T-Sit 5 y U * >f;l/* 7A?ovh^77^ -T»iS!t 5 c 
ilOft«3 8 4rag N 0 %-C*§fc 0 

1 H-NMR (CDC 1 g, 500 MHz) : 6 2. 40 (s, 3H), 3. 
69 (s, 6H), 3. 85 (s, 3H), 6. 43 (s, 2H), 6. 89 
(d, J=9. 2Hz, 2H) , 7. 82 (d, J=9. 2Hz, 2 H) 

HJ6W4 6 (#%M> 

2, 6-^l:F'a^^-4-^Wx-;l/ 4 - b Kn^->7 *—Jl >r h 

> 

*&K*5fl;y U > (10ml) {^WJ4 5"e^2, 6-v>* h*'>-4- 
yf^7xz;b 4-n*->7x-^ y b > (3 2 lmg) £rjg|?U 
4 3 TfjBRS© h U 7"ot#7 > (3 4 9ml) £*0>o < t>JOn;trt:IJU M*-?— Ift 
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^ H — NMR (CDC1 3> 500 MHz) : 5 2. 16 (s, 3H), 6. 
16 (s, 2H) , 6. 79 (d, J=8. 6Hz, 2 H) , 7. 56 (d, J 
= 8. 5Hz, 2H) 

mmm4 7 

(2, KP^->-4-y {4- [(6, 7-y^4 

v-4 -^y ^^^.yi,} (42) 

4-^on-6, h + WJ> (6 1mg) £ H«J 4 6 2 , 

6- i>'t Kd+v-4-^f-^-7 J ,^yb 4-kKD^y7x-^ ^ h > 
(lOOrag) ^i?xf U>^')j3-^-;^f;bx-f^ (0. 5 ml) fc*gfc? 
1 7 0°C<£2 0^r B m^L^ o ^ig^^^D^Tkm^- h x ) ^A7k^ 

(100/1) TJgM-f Sv'J^Jb^A^n^ -{c 

1 H-NMR (DMSO, 5 0 0MHz) : 
52. 18 (s, 3H) , 3. 90 (s, 3H), 3. 9 5 (s, 3H), 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 32 (d, J=9. 2Hz, 2 H) , 7. 42 (s, 1 H) , 7. 43 (s, 
1H), 7. 82 (d, J = 8. 6Hz, 2H), 

8. 5 4 (d, J =5. 5H z, 1 H) 

nmftVrm (FD-MS. m/z) : 4 3 2 (M + +l) 
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HS60H4 8 

6, 7-v ? /h^->-4 - (4--=- hn7x7^y) ^7'J> 
4-?du-6, 7 ->>y h + v'+y U > (1. 8 4 g) £ miss© 4 h 
□ 7x;-;K3. 4 2 g) £'M-tf> 1 7 0°C(CT5 0 L fc 0 

7A^nvh/77>( -dck^ffiSSJU £»D{k££l£ 4 . 5 4 g, JR^8 9% 

1 H-NMR(CDC1 3> 500 MHz) : 54. 01 (s, 3 H) , 
4. 06 (s, 3H), 6. 69 (d, 3=4. 9Hz, 1 H) . 7. 27 (d, 
J=9. 1Hz, 2H) , 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J = 9. 1Hz, 2H), 8. 62 (d, J=4. 9Hz, 1 H) 

SiMKFD-MS, m/z) : 3 2 6 (M + ) 



HSS0J4 9 

6, h^->-4- (4-7 5 J U > 

6, 7-^^ h*->-4 - (4--Fo7x;^y) +yij>(l. 0 0 g) 
3rN, N-i?yf;l/^A7; K/ft»if^ (30ml/15ml) KiSJBU 
1 0%*IMb>*5y«>A-l»8R (6 9mg) £fln;U 7K3R1?EBSlTSfi»cT 1 7 

fc»«R*WE»^- h ] ) <5j*-esmLti 0 mmTmmwikU mm<D<t&®!*: 799 

mg, iR$8 S%T:ntLo 

1 H-NMR (CDgOD, 5 0 0MHz) : 5 4. 0 0 (s, 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J = 5. 5Hz, 1 H) , 6. 82 (d, 
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J =8. 6 Hz, 2H) , 6. 96 (d, J =9. 2 H z, 2H) , 7. 32 
(s, 1H) , 7. 62 (s, 1H) , 8. 36 (d, J=5. 5Hz, 1 H) 
WMftffim (FD-MS, m/z) ; 2 9 6 (M + ) 

N- {4- [(6, 7-^h^->-4-^; i J-^)^->] 7x-lH - 
3 - b° U >ft;U*>-fr $ K (61) 

6, h*v'-4- (4-7;77x; + -» +;>J> (5 7mg) £ 

rfflS 1 ?nO-=i^>K (3 7mg) ^N, N-^>fM;bA7; K (2m 1) JC 
SFWLfcSU 1 -xf;]/- 3 - (3 f ->7 ;^nf;l/) 
Kttflfett (79mg) £Jd;U ^fi^T5NFraa^Lfco S^Jl^'ei^TKil^K 

U *«B©-fk^«B*4 7m g> JR^6 1 %Tl#/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 05 (s, 3 H) , 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (d d, 3=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J = 9. 2Hz, 
1H), 8, 26 (d, J = 8. 5Hz, 2 H) , 8. 49 (d, J=4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) , 9. 13 (s, 1 H) 
MMfttirm (FD-MS, m/z) : 401 (M + ) 
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1 

N- {4- [ (6, 7-v'7 h*is-4-*J U-^) j^vj - 
(3, AjzJL* ^'>7x^) 7^Mf^»_§ K (6 2) 
6, 7-i>7 h + ->-4- (4-7;77x; + y) 4-7 U > (5 6 m g) £ 
rUBRiS©3, F + y^lfl (6 0mg) £N. N-yyf;^^A7 

;K (2ml) ic^PL> l-^Jl-3- (3' -v7W;;^nt» 
ijfctfVJ S Ki£®?i& (8 lmg) £SD;L. 2 2 B#fffl«# Ltz 0 Rl&m 

ci 0/1) -ejgga-r* ->'jw*7A?D7 h^^^^r -ic«k!?*w9u 3e 

1 H-NMR (CDC 1 3 , 500 MH 2) : 6 3. 87 (s, 3 H) , 3. 
87 (s, 3H), 4. 06 (s, 3H), 4. 07 (s, 3H), 6. 48 
(d, J=5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H) . 7. 34 (m, 2H). 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1 H) 
mM^mm (FD-MS, m/z) :4 6 0 (M + ) 

H»J5 2 

N- {4- [(6, 7-/7 h4y-4-^y'J-^) t^v] y^-M - 

v^jj^4jfr^2Mf±±j £ (6 3) 
6, 1 -"J/ b**>-4- (4-7;;7x;^y) +;>J> (5 2mg) £ 

rTOS©S/?o^*1J->*7 (4 6mg) £N, N - ^ f^*;bi»7 $ 

K (2ml) fc«»U l-i^^-3- (3' -y7W;;7°nt^) £ 
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/M*y-f5 KiftKil (84mg) £*D;U ^fiKT 2 2 B#ISJa£# LfcSU H»J 
5 1 iH*©*ftlc«koT«|»U SW^4 5mg, iK^6 4%T^^, 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 1. 30 (m, 2H), 1. 
5 6 (m. 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 9 7 
Cm, 2H) , 2. 2 6 (m, 1 H) , 4. 05 (s, 3 H) , 4. 0 5 (s, 
3H) , 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14 (d, J=8. 5H 
z, 2H), 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) , 7. 63 (d, J=8. 5Hz. 2 H) , 8. 47 (d, J=5. 5Hz, 
1H) 

XMftVtm. (FD-MS, m/z) : 4 0 6 (M + ) 

mmm5 3 

N- {4- [(6, ht->-4-^;'J-i) t^y] y ^-M - 

2-7 7>:fr;MM=-lM K (6 4) 

6, h + »>-4 - (4-7;77xMy) *7 »J > (55m g) t 

rfimFn(D2-7 7>fj)m>Wl (3 2mg) £N, N-y7f;^;bA7; K 
(2ml) Kigflpu (3' -y7f J ~fu ii ju 

5 Fttlfctg (9 lmg) SSi:T2 2 NrHflilB* L H»J5 

1 iH«©»ftlwJ;o-C«f8S!L. »ft^3 5rag, iRf 4 8%T'ifc 0 

1 H-NMR(CDC1 3 , 500 MHz) : 5 4. 04 (s, 3H), 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d, J = l. 8, 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2 H) , 
7. 28 (d, J=7. 9Hz, 1H), 7. 42 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J=9. 2Hz, 2 H) , 8. 
35 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
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(FD-MS, m/z) : 3 9 0 (M + ) 

mMM5 4 

N- {4- [ (6, 7 -*J* h^v-4-^y l> -;l) 7 * — M - 

3-**y K (6 5) 

6, 7-y7h + ->-4- (4-7=77xy^'» + y 'J > (5 4mg) t 
TUISdd©3 -ft7x (4 4mg) £N, N-y7f;^bA7; 

K (2ml) K?§a?U 1 3 - (3' -y/f ;b7; ;^ah°^) # 

i Ktttttt (8 2mg) fcflD*. 1 B#IHJ«# L fcSL HWJ 

5 1 £E«©fl^K:J;oT*ll«U SS©^^4 1 m g. iR$5 5%fi/: 0 
1 H-NMR (CDC 1 3> 500 MHz) : 54. 02 (s, 3H), 4. 

04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H) , 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J=8. 6Hz, 2 H) , 8. 

05 (dd, J=l. 2, 3. 1Hz, 1H), 8. 37 (s, 1 H) , 8. 4 
7 (d, J =5. 5Hz, 1 H) 

Rlftffft (FD-MS, m/z) : 4 0 6 (M + ) 

mmm 5 5 

N — {4- [ (6, 7 h^v-4-^y U-^lQ j^vj Z 
(4--hP7 *^Jl/) ftJUgj^gJ K (6 6) 

6, 7-^^y-4- (4-7U7x;+-» +7'J> (1 1 Omg) 
<hOTn n DCD 4 -- h D$J|f» (10 Omg) £N, N-v?yW^A7; K 
(4ml) »c»J|?U 1-^.^-3- (3* -■>7f^7;;7'Dh t ;W 
*v>f S K8ffi*ift (1 7 6m g) £Jd;U I£i:T2 2 B5IHHJI8 1 L H»J 
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/Co 

1 H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 49 (d. J=5. 5Hz, 1 H) , 7. 29 Cd, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d. J = 8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
, 10. 7 (s, 1 H) 
Steffi (FD-MS, m/z) : 4 4 5 (M + ) 

mmm 5 6 

N- {4- [(6, 7-i?y ±±il] 7x^;H - 

(N, N-vV ±JlT % 7 7i-;l>) if (6 7) 

6, 7-xV h*->-4- (4-7;;7 i y*-» +;'J> (5 lmg) £ 
mJRS©4-y*^TSy3a&« (4 4mg) £N, N - it / ^JlfrJlAT 
i K (2m 1) fcflSflfcU 1 -if^- 3- (3' -y^Wiy^ot^) 
tumyj I KttRft (8 3 m g) £fln*. N 1 6 l$m3K& L ^Sg 

W5 1 £H«©J*flnc«k^T**«U »»7rag, JR$S 1 0«T?»fc o 

1 H-NMR (CDClg, 500 MHz) : 5 3. 06 (s, 6H) , 
4. 05 (s, 3H), 4. 06 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d, J=8. 6Hz, 2 H) , 7. 17 (d, J = 8. 5H 
z. 2H), 7. 44 (s, 1H), 7. 57 (s, 1 H) , 7. 74 (d, J 
= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 94 (s, 
1H) , 8. 4 9 (d, J =5. 5Hz, 1 H) 
Steffi (FD-MS, m/z) : 4 4 3 (M + ) 
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mmrn 5 1 

N- {4- [(6, 7-v7 t^->] y^suji) - 

(4-T±1-Jly ^Mfj^frj K (6 8) 

6, 7-i?jt N + (4-7;77x; + y) +7 U> (54m g) £ 

rfTBSa D n ©4 -T-fe^^mSS? (4 6mg) £N. N-i?>f-W;l/A7; K 
(2ml) icfflSLx (3' -v7fil/7;;^ob^) 

^ Kttgfett (8 7mg) ^*n^. Sfii:T2 2 B#H«# L fctJU HWJ 
5 0£l^ti®i*fi?K«koTflMBU mmeXt&V!}* 4 3 m g. JR*5 3 %-e»fc e 

X H-NMR (DMSO-dg, 5 0 0MHz) =52. 66 (s, 3 H) , 
3. 94 (s, 3H) , 3. 95 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
52 (s, 1H) , 7. 94 (d, J=9. 2Hz, 2 H) , 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1H), 10. 6 (s, 1 H) 

Sl^t (FD-MS, m/z) : 4 4 2 (M + ) 

mmm 5 8 

N — {4- [ (6, 7 -'J/ h^v-4-^y 'J -AO ?f^->] 7^— ;b} - 
(4-7**)\,7 * — )V) K (6 9) 

6, 7-^yh + ->-4- (4-7U7x; + -» U> (5 4mg) t 
»©4-7f;b$Iil (5 4mg) £N, N-i?yW^A7; K (2 
ml) KygjgU l-xf;l/-3- (3' - V/ i J 7°* t°;U) *7;l/**>? 

>T S KtftiRttl (8 5mg) £flD;U lfii:T2 2^«#Lfc^ 5 1 <h 

^«©*ffr::«fcoTffi®iU mm<D<t&®£6 5mg. JR#7 8 9tfT»fc 0 

1 H-NMR(CDC1 3 , 500 MHz) : 50. 95 (t, J =7. 3H 
z , 3 H) , 1 . 3 8 (m, 2 H) , 1 . 6 4 (m, 2 H) , 2 . 6 9 ( t , J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2H) , 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
liMf (FD-MS, m/z) : 4 5 6 (M + ) 

$mm 5 9 

N- {4 - [ (6, 7 - v?y h*->- 4 U-;b) ^-^->] 7^ — ;U} - 

(4 -t § 7 7x_;b) ^ldi±±i ll 0) 

{4- [(6, 7->^h + i/-4-+;iJ-;Wt^'>] 7i^;H (4- 
^hn7x^) K (lOOmg) £N, N-v?ym^i7; 

H7^Kxf;b (9m 1x5ml) {cj&JBU lOM^^^A-^ (6 9m 

^85mg N JR^9 l%T"*§*io 

1 H-NMR (DMSO-d g , 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 5. 75 (brs, 2 H) , 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2 H) , 7. 22 (d, J=9. 
2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 7 3 (d, 
J=8. 5Hz, 2H) , 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 
(d, J=5. 5Hz, 1H), 9. 90 (s, 1 H) 
Sl^i (FD-MS, m/z) : 415 (M + ) 
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mm 6 o 

N — {4- [(6, Y*i/-4-*J U-;tQ 7x-^} - 

4-h°U ^_>7^Ml±±i K ( 7 jJ 

6, 7-yn + v/-4- (4-7;;7x;^-» *yj> (5 3 m g) £ 
rUHgS,©^ V — (4 5mg) £N, N-y'yfW^A7; K (2ml) 
KigtfPU l-xf;l/-3- (3* - if* *JlT i J t°;U) ^m5K 
(9 8mg) £}JD;U I£l"T6 2B$ra«#Lrt:&. H «J 5 1 <h|Hft£© 
»mw«fc- 3 T-flUKLx »ft»2 2mg, TO 3 1 %"e^^ 0 

1 H-NMR(DMSO-dg, 500 MHz) : 5 3. 9 4 (s. 3H) , 
3. 96 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2 H) 
, 10. 6 (s, 1 H) 

mmftmm (fd-ms, m/ z ) :4oi (m + ) 

H»J6 1 

N- {4- [(6, 7-^h^'>-4-^;'J^) tt->] 7x£M - 
2-^7 J l>^;^4-»5 K (7 2) 

6, 7-i?^ + -/-4- (4-7;77x; + -» *J U > (50mg) <b 
7^ISn D n 0 2 -f*7* >J7Jl#>M (4 6mg) £N, N - f-;Usfr->UAT 5 
K (2ml) {c«f«PU 1 -i^;U- 3 - (3' - ; J * *Jl7 i J fu \l)V) t> 
Jltf'JJ i KttlHft (9 9mg) &m** 1SI:T6 2 B#ra«# L HJS^J 

5 1 tmmv&mz&r>'cmmL^ mmoit&yo&z 7mg. W5 4w. c 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 02 (s, 3H), 
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4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 11 (m, 
1H), 7. 17 (d, J = 8. 6Hz, 2 H) , 7. 40 (s, 1H) , 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) , 8. 3 8 (s, 1 H) , 8. 48 (d, J = 
4. 9Hz, 1H) 
liMt (FD-MS, m/z) : 4 0 6 (M + ) 

HWJ6 2 

N- {4- [(6, 7-'^^->-4-t;'J^)tt'>] -y x.—M - 
4-h*7^— K (73) 

6, h*is-4- (4-7i77x7 + y) ^/'J> (5 2mg) £ 

h 'JxW; y/mi**Vy (3ml/2ml) KKiBU ffiSES© h*7 x 
—Jl*Jl,#>m?vV K (8 0mg) £flnx_. SSJCT2 5B$MiI& L*io 

ft^9mg, Umi 0 %T:'mz 0 

H — NMR (DMSO-d 6> 500MHz) : <5 3. 95 (s, 3H), 
3. 95 (s, 3H) , 6. 48 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z, 1H), 7. 5 0-7. 5 3 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H). 7. 85 (d, J=8. 6Hz, 2 H) , 7. 96 (m, 2 H) , 
8. 08 (d, J=8. 5Hz, 2 H) , 8. 48 (d, J=4. 9Hz, 1 H) 
, 1 0. 4 (s, 1 H) 
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nmftffiffi. (FD-MS, m/z) : 4 7 6 (M + ) 

mmm 6 3 

N- {4- [(6, l- f J* ht'>-4-^'J^) ±±±j Z^£^kl - 
(4 -7 h*->7^-;lQ ijjl^±±l K (7 4) 

6, 7-v>V H + (4-7;/7x/ + y) +7'J> (5 2mg) £ 

h iJxf;I/7 5 (3ml //2ml) izmffiU miKiS©4-:7* 

h + S^&SIfc* o'J K ( 0 . 0 7ml) £Jq;U Mi:T3 0B$figit#L*:&> 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 0. 99 (t, J=7. 3H 
z, 3H) , 1. 5 2 (m, 2 H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H) , 4. 04 (s, 3H), 4. 05 (s, 3 H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2 H) , 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 46 (s, 1 H) , 7. 57 (s, 1 H) , 7. 74 
(d, J=9. 2Hz, 2H) , 7. 86 (d, J = 9. 2Hz, 2H) , 8. 
10 (s, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
K*##Ht (FD-MS, m/z) : 4 7 2 (M + ) 

H»J6 4 

N — {4- [ (6, 7-^^ h^y-4-^;'J-^) ttv] 7 ^-M - 

(4-yo^7x-^) £±£±±i i: C7 5) 

6, 7-v>V h + ^-4- (4-75 ;7x;+-» +;'J> (5 2mg) £ 
TfJIR&GM-'To^j&SK (7 8mg) £N, N-i?^fW^7S F (2 
ml) teigfllU 1 3 - (3* - V* f-;UT 5 J 7* t^U) *;M*$; 
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>r ^ Fmmrn a o 2m g ) *im^ iscti i^mm^ttzm, mmms i 

^ H — NMR (CDC 1 g. 500 MHz) : <5 4. 07 (s, 3H), 4. 
07 (s, 3H) , 6. 53 (d, J=5. 5Hz, 1H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s, 1H), 7. 65 (d, J=8. 6Hz, 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H) , 7. 86 (d, J=8. 6Hz, 2 H) , 8. 41 (d, 
J=5. 5Hz, 1H) 
MMftrnm (FD-MS, m/z) : 4 7 8 (M + ) , 4 8 0 (M + +2) 

H»J6 5 

N- {4- [(6, 7-^n^y-4-^'J-il/) t^v] 7 ^-Jl) - 
(4-^ h^>ft;u#'_ )V) tpv^^l K (7 6) 

6, 7-v^ b*->-4- U-T^y^y*^) 4-7 <J > (lOOrag) 
irfTiSn^O^y ^f^fU7^^il (1 3 Omg) £N. N-yVfMwI/AT 
' K (4ml) fc:Sg»U l-i^;l/-3- (3' - >M ^;UT i J -fu h°;l/) 
$ mmm. (2 2 7mg) &mn, Ifif:tl 8B^r H m^L^ N || 

WJ5 1 tmmomm^^^xmmL^ »(h^9 9mg, ^6 4%t- 

1 H-NMR (CDC 1 g, 500 MHz) : 6 3. 98 (s, 3H), 4. 
06 (s, 3H) , 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 22 (d, J=9. 2Hz, 2H), 7. 43 (s, 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J=9. 2Hz, 2 H) , 7. 97 (d, 
J=8. 6Hz, 2H), 8. 18 (d, J=8. 6Hz, 2 H) , 8. 49 
(d, J = 5. 5Hz, 1H) 
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5C*##Hfi (FD-MS, m/z) : 4 5 8 (M + ) 

$mm6 6 

N- {4- [ (6, 7- f J* Y*is-A-*J U-jiQ ;t^>j - 
2 - fc° U i K (77) 

6, 7-v^h + v-4 - (4-7;/7x; + y) 'J > (50mg) £ 
mBSn a o© fa U >K (4 2m g) £N, N-^yfMwtA7; K (2ml) lc 
7§ft?U l-xf;b-3- (3' -^7W;;7Dt'A) #jU*'vM = Klg 
Kig (1 2 3 m g) fcfti;^ Ifil:Tl 9 B#fHH*# L *:8U 5 1 £|ij«© 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 06 (s, 3H), 4. 
06 (s, 3H) , 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H) , 7. 89 (d, J=9. 2Hz, 2 H) , 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

Hi^it (FD-MS, m/z) : 401 (M + ) 

HWJ6 7 

N — {4- [(6, 7 -yy h^->-4-^y;-;u) a-*>0 :7.x_;U} - 
(4-bKo4->^;^-^7x-;b) *;M?*»5 K (7 8) 

{4- [ (6. V*is-A-*rJ >J— ;I0 - (4 

h + y*ji/,f^7x^;b) ijAstfttl YZtfJ-h (3ml) izfeffi 
L» 3 3%7k»*b* 'J*A;fc»tt CI. 5ml) ^tIDX.> Sfit? 2 l^rWit^ L fco 
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&&<D1t&VB& 3 4 m g . 4 5 %T?ifCo 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz, 1 H) . 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H) , 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5H z, 1 H) , 10. 5 (s, 1 H) 
SI*#tfH£ (FD-MS, m/z) : 4 4 4 (M + ) 

6 8 

N- {4- [ (6, h*is-4-*J *±U} 7*—M ~ 

is? o^>^7 ^fj K C7 9) 

6, 7-v^ h 4^ i> — 4 — (4-7;;7x; + y) +y >J > (53mg) t 
WfRSx(Di/^u^y^yijjljH>Wt (6 6mg) £N, N - if J 3-jI*jIA.t 5 
K (2ml) iciSflPU 1 3 - (3' — ifff-JUT i J ~fu \Z)V) ij 

twj* vrnmrn diomg) isicti 7m&m&Ltz&^ $m 

M5 1 tmm&mmz&^TfiimU »ft^3 5rag, ir^s o%t=*§ 

/Co 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 1. 64 (m, 2H), 
1. 8 1 (m, 2H), 1. 9 1 (m, 4 H) , 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2 H) , 7. 45 (s, 1H) , 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2 H) , 8. 47 (d, J 
= 5. 5 Hz, 1 H) , 

n&ftmm cfd-ms. m/ Z ) : 392 (m + ) 
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mmm 6 9 

N- {4- [ (6, 7-i?/ b*is-4-*S U ±±i^l 7 *-—M - 

6, 7-v^ h*>>-4- (4-7;;7x7+-» +;>J> (51m g) t 
rfiWL&i&T > ? >tul#>m. (HOmg) £-N, N-^^f ;l/*;bA7; 
K (2ml) izj&MU l-Ji^;U-3- (3* -v7f ^7; y^ntVb) * 
;M*5M ~ Kttlfetl (1 0 7mg) SfiCTl 5B#Hi*#L*:gU HSfe 

0J5 1 £l^&©*f£C«fcoTffiSgU «HO<t^ft*l 3mg, 7%Ti# 

1 H-NMR (CDC 1 g , 5 0 OMH z) : 51. 8 2 (m, 6 H) , 
2. 0 0 (m, 6H), 2. 1 3 (m, 3 H) , 4. 0 5 (s, 3H) , 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1H), 7. 15 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1H) , 7. 55 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) , 
K«##rfS (FD-MS, m/z) : 4 5 8 (M + ) 

H«J7 0 

N- {4- [(6, 7-'^ lf-;U) j^vp - 

(4j^th^2x£JlQ ftJj/j^gJ K (8 0) 

6, h + v/-4- (4-7i;7x7 + -» *y V > (llOmg) 

irfT|S5 3 n ©4-T-b h^^mSS? (2 0 7mg) £N, N-y7f;b*;^7 
^ K (6ml) C^Ln 1 3 - (3' -^W;y7nh 0 ;b) 

^ K«ffltt6 (2 2 3m g) £2ra;U SiBKT 7 mtmft Lfz^ MM 
0>J5 1 tmm<DWiftlz&^xmmL, IlO{b^l2 3mg, ^7 2%-? 
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1 H-NMR (CDC 1 g, 500 MHz) : 6 2. 3 5 (s, 3H), 4. 
06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H) , 7. 25 (d, J=9. 1Hz, 
2H) , 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s, 1H), 7. 93 (d, J=8. 6Hz, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1H), 

(FD-MS, m/z) :4 5 8 (M + ) 

mmm 1 1 

N- {4- [(6, 1-9/ h^>-4-^7 'J-;U) ^-^->] - 
2- (6 -7-tr h^v^-^^;U) iiJl^^i K (8 2) 

6, 7-^ h + i/-4- (4-7^77x; + y) 4-y U > (5 lmg) £ 
TfJBg n D n©6 -T-tr h*v- 2-^:7 hxi (1 2 lmg) £N, N- v?y 
Jl,2,Ti K (2ml) fcjgflSU l-xf;b-3- (3' -^7f;l/7^^n 
t°;l,) #;L.;tfiM ^ Ki£®?£ (1 2 4mg) *1m^ ifiCTl 3 BSFiflif # L 

mmms 1 tmmvgkmc^-i-cmwiL. rnm^it-^^ & 6m g , i&^7 

5 %Tl#7t 0 

1 H-NMR (DMSO-d g, 500 MHz) : d2. 38 (s, 3H) , 
4. 03 (s. 3H), 4. 05 (s, 3 H) , 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) , 7. 30 (dd, J=2. 4, 
9. 2 Hz, 1H) , 7. 42 (s, 1H), 7. 5 7 (m, 1H), 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 
8 6 (d, J =8. 6 Hz, 1H) , 7. 8 9 (d, J = 9. 2 Hz, 1 H) , 
7. 94 (d, J = 8. 6Hz, 1H), 8. 38 (s, 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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KS^tFfM (FD-MS, m/z) : 5 0 8 (M + ) 

mmmi 2 

N- {4- [(6, 1-*J* h*->-4-*7 U-^) *±}S} yjL-M - 

N — {4- [(6, 7-i>7b + y-4- + ; i J-^) t+->] 7x-M - 
(4-T-tr h + i'7x-;W #;b>#*-9-£ K (1 0 3mg) £^ (4m 
1 ) te&m U 3 5 %*mti] U ? A7j<^?g (2ml) W&T? 5 B$Nlft 

1 H-NMR (DM S O — d g , 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H). 6. 46 (d. J=4. 9Hz, 1 H) , 6. 87 (d, 
J=8. 5Hz, 2H) , 7. 24 (d, J=9. 2Hz, 2 H) , 7. 39 
(s, 1H) , 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz, 2H), 
7. 90 (d, J=9. 2Hz, 2 H) , 8. 47 (d, J = 5. 5Hz, 1 H) 
, 1 0. 1 (s, 1 H) 

nm&vm cfd-ms. m/z) : 417 (m + + d 



%mmi 3 

N — {4 — [ (6, 7 -i?* 4-* J 'J -JU) :*^->] - 

2- (6-bF'n^->7-7^) ijA^±^l K (8 4) 

N- {4- [ (6, 7->M h^i>-4- + 7 >J-^) 7xz;b} - 

2- (6-7-feh + i/7-7f;b) *^«K**5 K (4 7mg) ***J-)l (4 
ml) Iw&tfPU 3 5%*WL4t*J Utf-McjSifc (2ml) £ftlx^ M-C5B#lffl 
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mW L /c&. HJfeM 72i iHjIicD^^ J; o Tffigi U mmcDlt&VQZ: 3 7 m g N 
TO 8 6 %-ef#7t 0 

1 H-NMR (DMSO-d g, 5 0 0MHz) : 53. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m, 
1H), 7. 20 (s, 1H), 7. 27 (d, J=8. 6Hz, 2H) , 
7. 39 (s, 1H), 7. 53 (s, 1H), 7. 80 (d, J=8. 5Hz, 
1H), 7. 9 2-7. 9 8 (m, 4H), 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (brs, 1 H) , 10. 4 (s, 1 H) 
Mmfrtftm. (FD-MS, m/z) : 4 6 7 (M + +l) 

mmm7 4 

N- (4-* b*is7*-JV) -N' - {4- [ (6, 7-v?y h^->-4- 
±JJlEd^l *±21 M VlsT C4 3) 

6, 7->M K + (4-7S J 7*J3-^ * J >J > (5 3 m g) £ 

(3mi) izmmmmttzm. 4-y h+->7 i -jKvm-t- 

( 0 . 2ml) £#0^ 3 0 ^FhIJd^SM L tzo tFf tfj L T £ fcSSJI^ffltBK U h 
£ - £ «fc D mm<Oit^m^: 5 4 m g „ J&§£ 6 8 %"e#fc 0 
1 H-NMR (DMSO-dg, 500 MHz) : 53. 72 (s, 3H) , 
3. 94 (s, 3H), 3. 95 (s. 3H), 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J=8. 5Hz, 2 H) , 7. 19 (d, J=9. 2H 
z, 2H) , 7. 3 7 (d, J =8. 5 Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 5Hz. 2 H) , 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
ft^tlfl (FD-MS, m/z) : 4 4 5 (M + ) 
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mum 1 5 

N- (4-7Up7x^) -N' - {4- [ C6, 7-i^h*->-4- 
^yU_;b) g^frvQ 7x-;b} fruy (4 4) 

6, h + (4-7;;7xy + -» +;'J> (54mg) £ 

h;l^> (3ml) \z1}am^mttz^ 4-7Wn7xz;W v->7? - h 
(0. 2ml)m 7 OftttotaMMmttZo mthLTZtil&Mt&m&U h 

1 H-NMR(DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (m, 
2H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) «* 
Mil (FD-MS, m/z) : 43 3 (M + ) 



££&6W7 6 

N — (4-7 , p€7x^) -N / - {4- [ (6, 7-vy h^->-4-^ 
y'J_;U) aM^>] y^-Jl} -7U7 (4 5) 

6, h*>-4- (4-7; > 7 x 7 + •» +7'J> (5 2mg) £ 

h;UJc> (3ml) fwJaJft*l!?Lfc^ 4-7*ot7i-M7->7^-h 
(0. 2ml) £Jn>U 5 0»iaiLfcc «rtbLT^^SS*»ffiU h 
^>-e^^-^C<h{c e fcl9^S©{b^#I^5 6mg, iR*6 4%~C'&tz a 

1 H-NMR(DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 4 4 (d, J = 5. 5 Hz, 1H), 7. 19 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 45 (m. 4H), 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 

wmftmm (fd-ms, m/z) : 4 9 3 cm + ) ,495 (m + + 2) 
mmmn 

N- {4- [(6, 7-^yh^->-4-^;'J^) ^t->3 y =l=M ~ 
W - (4--ha7x-;l/) "7 1/7 (46) 

6, 1 - S J* Y**/-4- (4-7^7x; + y) * J »J > (103m g) 
(10ml) !-*n.^7§M L 4-- hP7x_;W - F 

(3 6 6mg) £Jn;l N 6 O^HJlgfejaaiELyto tFftB LT^^S^aK U h 
^>-e25fej^-rsc<h{C«tt)^jS©>fb^r#f^l 4 lmg. JR^8 8%-cmtZo 

1 H-NMR(DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1H) , 
7. 62 (d, J=9. 2Hz, 2H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 20 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1 H) , 9. 4 9 (s, 1 H) 

SIMI (FD-MS, m/z) : 4 6 0 (M + ) 

mmm 1 8 

N- (4 -N' - {4- [ (6, 1-*J* h±±LzA^± 
JV-)V) j-^j/J frur (4 7) 

6, 7-v^h^>-4- (4-T^y7^y^v') +yiJ> (50m g) £■ 
h;bi> (3ml) frJn^ft?L7t^ 4-7'^7x-M V->7^ - h 
(0. 2ml) £Jt];L. 2 6&miJDl&&mLtz 0 w*jV2*/r-i* h> 

(1 0/1) -eS^-TS y'J*W7A^nv -K£<9*tSK!U ^ 
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m<Dfc&®$:3 6mg N JR^4 5 %^ntz 0 

^-NMR (CDClg/CDgOD, 500MHz) : 50. 93 (m, 

3 H) , 1 . 3 5 (m, 2 H) , 1 . 5 7 (m, 2 H) , 2 . 5 7 (m, 2 H) , 
4. 06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (m, 1 H) , 7. 1 

4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6 H) , 8. 3 9 (m, 1 H) 
flMt (FD-MS, m/z) : 471 (M + ) 



HWJ7 9 

N- (4 -T ^ 7 7 *-;t/) — N' - {4- [ (6. 7-v?/ h*^-4-4- 
y'j— ;b) ?r^>] -7 1/7 (4 8) 

N- {4- [ (6, V*is-A-*J V-Jl) 7x-;H - 

N' - (4-— ho) 7x^;b>7l/7 (lllmg) £N, N-v^^f;l/*;l/A 
T ^ K (7ml) izfeML, 1 QHXMit't^W^-gim (1 0 Omg) £fln 
7K«3?ffl»TM^T2 2NfBffflt^L^ 0 h*ffi^T»8L 

S±U ^@<ZHt£#j£6 6mg. iR^6 3XT?'&tz 0 

1 H-NMR(DMSO-d 6 , 500 MHz) :<53. 94 (s, 3H), 
3. 94 (s, 3H), 4. 74 (brs, 2H) , 6. 43 (d, J = 4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2 H) , 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2 H) , 7, 38 (s, 
1H), 7. 51 (s, 1H), 7. 55 (d, J=9. 2Hz, 2 H) , 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

K&ftVrm (FD-MS, m/z) : 4 3 0 (M + ) 
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WO 97/17329 

mmms o 

N- (4-Tjr ^ JL—Jl) — N' 



- {4- [(6, 7-^7Ft->-4- 



drJU—J^ y^—Jl} 7UT (4 9) 

6, 7- : J/ h + i/-4- (4-7^77x; + y) +7'J> (51mg) £ 
h^jc> (3ml) izljummmttz^ 4-7-trf^7x^;KVy7^-h 
(2 10mg) ^fln^ 2 0 5>r H m^«^L/c o a4^^nn^^V7-bh> 
(1 0/1) -eJgM-r£v'U#y^#7A?av' -KJ;9fif$!JU S 

m<bit€i%!i$: 5 0 m g. 6 4 %-e*#7t 0 

1 H-NMR (CDC1 3 /CD 3 OD, 500 MHz) : 52. 59 (s, 

3H) , 4. 07 (s, 3H) , 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 

5Hz, 1H) , 7. 17 (d. J = 8. 5Hz, 2 H) , 7. 36 (s, 1 H) 

. 7. 58 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2H) , 7. 60 
(d, J=8. 5Hz, 2H) , 7. 94 (d, J=8. 5Hz, 2H), 8. 

40 (d, J =5. 5Hz, 1H) 
Kfi^-tFrffi (FD-MS, m/z) : 4 57 (M + ) 

m&mz 1 

N — {4- [ (6, b*is-4 -*J U-;b) 7 *.-Jl) - 

N' - (4-7 7U7 (50) 

6, 7-i>V h + ->-4 - (4-7;;7x;^y) +7'J> (53m g) £ 
(3ml) Kflffll&jgJR L fcSU 4-7x;*v/7xiHV«>7*-h 
(0. 2ml) *Jn^ 3 O^flnffeSffifSLtfio ^SE£? Do*W7-b h > 

(i o/i) -emm-tz •> u ttf^ii^j*? a-? vr^yx -i^^^mut. m. 

ReXt&mHb 5 5 m g „ iR^ 6 0 «-?»fc 0 

H-NMR (CDC1„/CD„0D, 500 MHz) : 6 4. 46 (s, 



WO 97/17329 PCT/JP96/03229 

9 2 

3H) , 4. 4 6 (s, 3H) , 6. 5 1 (m. 1 H) , 6. 9 8-7. 6 2 
On, 1 5H) , 8. 4 0 Cm, 1 H) 
W&ftffim (FD-MS, m/z) : 5 0 7 (M + ) 

mm&\8 2 

N- (4-^yynb^7x-^) -N' - {4- [ (6, 7 -if/ 
4-^yu_;u) y^-ji} tf\yy (5 1) 

6, 7-V* h + ->-4- (4-7S;7*; + v') U > (5 lmg) £ 
h;bai> (3ml) CWgjgL/:^ 4-^y7ot';l,7x^Mvm- 
h (0. 2ml) «rJn^.x 2 6#RBfln**^ Lfc 0 ii^^on^/7th 
> (1 0/1) TSHtS^'J ijfjVii^J** pv -(-«fct>^L. 
mm<Dlt&M$:7 Orag, JK^9 0967?»^o 

1 H-NMR (CDgOD, 5 0 0MHz) : 51. 1 8 (d, J=6. 7H 
z, 6H) , 2. 82 (m, 1 H) , 3. 97 (s. 3 H) , 4. 01 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H) , 7. 11 (d, J=8. 5Hz, 2 H) , 7. 25 (d, J=8. 5H 
z, 2H), 7. 26 (s, 1H), 7. 38 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H). 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 

Mfc&*Ht (FD-MS, m/z) : 4 5 7 (M + ) 

mmms 3 

N — (4 - h U 7;i/tnyf^7x-^) -N' - {4 - [ (6, 7 - h 

U-;b) *±jS] y^—M V±T (5 2) 
6, h*i>-4- (4-7U7x;+v') */U> (53mg) £ 
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bJlJLy (3ml) KtiU&mffi L tz'&, 4 - h D 7)l*u/ f-JVy *-Jl4 V > 

7*-h co. 2mi) *mz.^ i o^mmmssmttzo mthLx^tz^^m 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 05 (s, 3H), 
4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz, 1 H) , 7. 18 (d, 
J=9. 2Hz, 2H), 7. 36 (s, 1H) , 7. 56 (s, 1 H) , 
7. 59 (d, J=8. 6Hz, 2 H) , 7. 62 (d, J = 8. 6Hz, 2 H) 
, 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
fiMtt (FD-MS, m/z) : 4 8 3 (M + ) 

N- (4-n-^7x-;P) -N' - {2- [ (6, 7-S»y h^v-4 
-*7'J;l/) 7^— ;b} ^[/7 (14 7) 

^K§#I4 8 iCfe^T. 4 -— hD7x7-;H:*^T2-- ho7x7 
fflV^fcii^tt|^tR»=«!Lfc6, 7->^b + >-4- (2--ho7x; + y) 
+ y U >£H«J4 9t|SI«»cai7cLT#^ 6, 7-/n + y-4 - (2 - 
7^7x7 + -» +;'J> ( 5 6 m g) h > (3ml) (cJnlfe^L^ 
4-n-7*f;b7x^K7->7^-h (0. 2ml) SrftlAU 3 OiMBfln 
iHLfco ai^^nD^A/7th> (10/1) -eSHH-Sv/U 

h^77^ — {CJ: *9ff|55fL. ^JSO-fb^^-4 5mg N iR^5 0%T^^ o 

1 H-NMR (CDClg. 5 0 0MHz) : <5 0. 8 9 (t, J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 0 (m, 2 
H) , 3. 90 (s, 3H) , 3. 93 (s, 3 H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J=7. 3Hz, 1 H) , 6. 96- 
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7. 0 1 (m, 4H) , 7. 15 (brs, 1 H) , 7. 28-7. 3 1 (m, 
4H) , 8. 12 (brs, 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 5 8 (d, J - 7. 9H z, 1 H) 
nmttftm (ED-MS, m/z) : 471 (M + ) 

nmm 8 5 

N- (4 -n--/f-Jly j.-JI~) -N' - {3- [ (6, 7-¥* h^->-4 

H»J4 SKfe^T^ 4 h d7x;-jU;^t 3 -— hD7x;-;b?- 

+ y U >*HJIiS^J4 9<hH»lcit7cLrafc. 6, 7-y/^'>-4- (3- 
7; 77x; + i/) 'J > (5 lmg) £ h;Vx> (3ml) lcttHKi»»Lfc 
^ 4-n-^f;l/7x-MV->7^-h (0. 2ml) £flD*.x 5 O^BSHW 
mMMLtz 0 aM^DD*W7th> (10/1) -^JSMf 
* 0-7 7 4 - Kit) fit*! U »lt»2 6mg, mm 3 2 %tj|fc c 
1 H-NMR(CDC1 3 , 500 MHz) : <5 0. 89 (t, J =7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 Cm. 2 H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s, 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 4 3 (d, J =4. 9H z, 1 H) 
WmftVtm (FD-MS, m/z) :47 1 (M + ) 
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m&&\ 8 6 

N-n-T^b-N' - {4- [(6, 7 - i> * b ± > ~ 4 -4- y U ^4- 
'>] 7 ^-M 2 ^ (13 9) 

6, 7-i>V h*v-4- (4-7;;7iy4y) +7'J> (51m g) £ 
h;l^> (3ml) \z1mt&mmLtz'^ n-y^;H- V>T^- h (0. 2ml) 
^rtJ0^> 1 4f$P H WfcS^L/c 0 »^oo^l/A/7th> (10/1) 
S^t^v"J*^^nvh^7 7^ -^ck^ffiSSU ^Ji©{h^3 lmg N 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 50. 93 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2 H) , 1. 5 3 (m, 2 H) , 3. 2 8 (ra, 2 
H) , 4. 04 (s, 3H), 4. 04 (s, 3 H) , 5. 04 (brs, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (brs, 1 H) , 7. 1 
1 (d, J = 9. 2Hz, 2H), 7. 41 (s, 1H) , 7. 4 3 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

WMftVrM. ( F D — M S , m/z) :3 9 5 (M + ) 

mmm 8 7 

N- {4- [ (6, l-'J* h^>-4 -^y 'J AO 7x-;t/} - 

(4-h'J7^to>f^7x-^) K (15 7) 

6, 7-ifjt h*v-4- (4-7;;7x; + >» (5 3mg) <h 

miRS© 4- h V7Jl>*u*?y&B.WWt (1 0 2mg) £N, N-v^^b* 
^7; K (3ml) CjSIPL^ 1 (3' -^W?; 

:/n tultfitj I Vimtm (1 0 2mg) £fln>U MfcTl 4B5KHI# 
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1 H-NMR (CDC 1 g , 500 MHz) : 54. 04 (s, 3H), 4. 

05 (s, 3H) , 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
-8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H) , 7. 76 (d, J=8. 6Hz, 2 H) , 8. 
02 (d, J=7. 9Hz, 2H), 8. 13 (brs, 1 H) , 8. 49 (d, 
J=5. 5Hz, 1H) 

OTbWrH (ED-MS, m/z) : 4 6 8 (M + ) 



HWJ8 8 

N- {4- [(6, 7 h4-> - 4 j^frvj 7 - 

(4-i/»o^'>Jl/7x-;l/) ftJMj^frj !f (15 8) 
6, 7-^h + >>-4- (4-7;77x; + '» +7 U > (5 2mg) £ 
rUliS© 4 - > * o fJl&MMWt ( 1 0 9 m g ) *N, N-'JJ ?-Jl*JlA 
Ti K (3ml) IcjgJBLfcSU (3' -y7W^7a 

t°;l/) £;U#vM 5 KJSIWt (HOmg) ^Jta^.. lSi:tl 4B#F H E |£#L^ 

HWJ5 1 i^»©Jftf^{-«k-3T*Bl!!U Ii©^^5 4mgx JRs£ 
6 4 %-?i#/c 0 

1 H-NMR (CDC lg . 500 MHz) : <5 1. 25-1. 86 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 27 (d, J=7. 9Hz, 2 H) , 7. 39 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J=9. 2Hz, 2 H) , 7. 83 (d, 
J=8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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KftfrtfHit (FD-MS, m/z) : 4 8 2 (M + ) 

mmm 8 9 

N- (3- [ (6, 1--J* ;t*->] - 

(4 - t - ^-;U) K (15 9) 

6, 7-5» h4-*>-4 - (3-7U7x; + y) U > (5 4mg) <h 
m»S«> 4 - t - Zff-Jl&MMWt (10 2mg) *N, N-i/>f W;bA7i 
K (3ml) izmmttz^ (3' - i? * *)IT I J ~fu t°;l/> 

tjJltfVJ I b*m»m (1 0 6mg) *jta;U Ml=:-C6N?PJB!l»Lfe«^ Hife 
ffi 5 1 <h |3jticD^fF(c «k -> T*jf U &m<D<t&®}$: 2 9mg, iR$3 5 

1 H-NMR (CDClj, 500 MHz) : <5 1. 34 (s, 9 H) , 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, 3 = 7. 3Hz, 1 H) , 7. 29-7. 68 (m, 7 
H) , 7. 85 (d, 3 = 7. 9Hz, 2H) , 8. 48 (d, 3=4. 9Hz, 
1 H) , 8. 5 9 (brs, 1 H) 
St^lfrt (FD-MS, m/z) : 45 6 (M + ) 

mmm9 o 

N- {3- C (6, 7-^ hty-4-^'Jib) fjj 7 - (4 

-t-yf;b7x-;[/) K (16 0) 

6, 7-^ h + (3-7; 7 7 i_;b?-;*-) *y U > (6 2mg) 

£TfrlRS©4- t -^f^lSK (1 0 9mg) £N, N-i>7fM^A7 
5 K (3ml) {wjgJBLfcSU l-xf;b-3- (3' -y^WUT'ot 
;10 rt^-KiM $ Ki£&i£ (1 1 2mg) &1ja^ lfii:T2 5 B#fyffll# L 
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1 H-NMR (CDClg, 500 MHz) : 6 1. 31 (s, 9 H) , 4. 
00 (s, 3H) , 4. 01 (s, 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9 H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H), 8. 60 (brs, 1 H) 
SiMI (FD-MS, m/z) : 4 7 2 (M + ) 

m&W9 i 

N — {4- [ (6, 7->?y h*->-4-*7 U;U) fjj - (4 

-•?3-Jl7^— itp K (16 1) 

6, 7-v>V h + ^-4- (4-7;;7x; + /) +7'J> (62mg) £ 
TfJIEa©4-'?'f-;l/3cJ&Stt (10 4mg) £N, N - v / f;W;PA7 5 K 
(3ml) KjgflPLfcSU 1 -if^b- 3 - (3' — v 5 ^ ^JVT 5 7 t/o t°;l/) 

a^y^ ^ KjftUtt (i i 7mg) ^jta^. mig<cT2 i^ra«^Lfc^ m. 
mms i tmm&mmz&ixmmu &s.<Ditem*2 im g> ^22%^ 

■""H-NMR (CDClg, 5 0 0MHz) : 50. 94 (t, J=7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 3 (m, 2H) , 2. 6 9 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 
6. 72 (d, J=4. 9Hz, 1 H) . 7. 30 (d, J=7. 9Hz, 2 H) 
, 7. 39 (s, 1H), 7. 42 (s, 1H) , 7. 57 (d, J=8. 5H 
z, 2H), 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J=7. 
9Hz, 2H), 8. 08 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 
(FD-MS. m/z) :4 7 2 (M + ) 
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$mm9 2 

N — {4- [ (6, 7-*J* h^v-4-^y 'J )V) *±jA 7 ^-M - 
N' - (4 -jt f2k±jlZjE^k) (16 3) 

6, 7-^h + 5'-4- (4-7;/7x;+v') +7'J> (5 3mg) £ 
h;l^x> (3ml) {cjD3Kti»«?Lfc^ 4-^;bf^7x^KVy7^-h 
(0. 2ml) ^ 8^ISBftHIMBtL^:o *f iti L T S fc*SS£fflK U 
x- >"Cife*£*- * C i ic«fc t) m.m<Oit^^: 6 2 m g „ JR^S 7 6 %TMfc 0 

1 H-NMR (DMSO-dg, 500 MHz) : 8 2. 44 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H) , 7. 19 (d, J=9. 2Hz, 2H) , 7. 23 (d. J=8. 5H 
z, 2H), 7. 38 (s, 1H), 7. 44 (d, J = 9. 2Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

ma&Vrm (FD-MS, m/z) :46 1 (M + ) 

m&mv 3 

N- (3-xh^-/^;^-^7x-;l-) -1ST - {4- [ (6, 7 - v>V Y 
^y-4-^;'J^) 7 ^—Jl} -7U7 (16 4) 

6, 7-¥* b* c s-4- (4-7i;7x; + >» *cJ «J > (5 3mg) £ 
Mloi> (5ml) {CjJD^Pt/c^ 3-xH^->*;^^7x^WVi/ 
T*-h (284mg) lNHBJnfl&affiLfco ^^oam/7 

-feh> (10/1) TlHn->'J*W7A^n7 -KJ^ifitS!! 
U S5jg©tt£r$j£ 18mg, JR$2 0 %-e^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<51. 3 8 (m, 3H), 
3. 98 (s, 3H) , 4. 05 (s, 3 H) , 4. 35 (m. 2 H) , 6. 4 
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5 (d, J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H), 7. 47 (d, J = 9. 2Hz, 2 H) , 7. 47 (d. 
J=8. 6Hz, 2H) , 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) , 8. 0 5 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) 
W*5>#rfit (FD-MS, m/z) : 4 8 7 (M + ) 

H»09 4 

N — (4-^007^-;!/) -N' - {4- [ (6, 7 - : J * b*is-4-3- 
J Ujk) ^l^T (16 5) 

6, 7-vM h + i/-4- (4-7;;7x; + -» 4-y U > (52mg) £ 
hJl^> (5ml) l=ln*l*WLfcau 4-^D7x-Mvm-h 
(0. 2ml) ^M, lBSMJnJtoafcLfco WttJLT-*fc*Sfi*iBRU hJl 
x-y^ffifr-t ZZ.tK£0 &&<D4t&to& 43mg, JRSP 5 5 KT?»fc 0 

1 H-NMR (DMSO-dg , 500 MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H). 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H) , 7. 32 (d, J=8. 5Hz, 2 H) , 7. 38 
(s, 1H) , 7. 49 (d. J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 83 (brs. 1H) , 8. 83 (brs, 1 H) 
HMfi (FD-MS, m/z) :4 4 9 (M+) , 45 1 (M + +2) 

mmm9 5 

N — (2->fV^o^7x-A/) — N' - {4- [ (6, 7--J/ b*z/- 
4-±ZAM 7x-;l/} 7U7 (166) 
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6, 7 -*J* h*is~4- (4-7;;7x7 + -» ^7 >J > (44m g) £ 
hJl^y (5ml) IzmmmmLti^ 2-^V^nW7x-;Kvm- 
h (0\ 2ml) &1mx.^ 8 0ftffl1jam&MLtz o »^nn*W7-feh 
> (1 0X1) -eJgg3-r^v'U^^VU^7i,^nv -K<fct>*S$!!U 

1 H-NMR (CDC 1, , 500 MHz) : 51. 21 (m, 6H), 

3. 21 (m, 1H), 4. 04 (s, 3 H) , 4. 04 (s, 3 H) , 

6. 4 2 (m, 1H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1 H) 

mmftmm (fd-ms, m/z) : 457 (m + ) 
mmm9 6 

N- {4- [(6, 7-^h^->-4-t;'J^)t^-/] y jl-M - 
N' -^^_;b^7 1/7 (1 6 7) 

6, 7--)/h + y-4- (4-7^7x7*y) +7'J> (5 lmg) £ 
h;!^> (5ml) ^mimmLfz^ 7x^Wvm-h (0. 2m 1) 
£UD?U 5 O^Jn^iS-SStL/Co gt*£^on*^A/T-t? h > (10/1) T? 

2 lmg. 1K^4 1%-e^T^o 

1 H-NMR (CDC lg , 500 MHz) : 54. 04 (s, 3H), 

4. 0 4 (s, 3 H) , 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m, 10H), 7. 99 (s, 1H) , 8. 31 (s, 1 H) , 
8.3 6 (m, 1 H) 

Ii^ffl(FD-MS, m/z) : 431 (M + ) 
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mmm 9 1 

N- {4- [(6, l-V* b*is-4-*J jJAQ ±±jsl y jl-M - 
N' - (2--ho7x-^) »l/7 (168) 

6, l-V/ h + y-4- (4-7;77x; + y) 4-7 'J > (83m g) & 
h^i> (8ml) KflOffti&JSPLrt:^ 4--hD7x-M V->7^- h (3 
7 0mg) ^D^. 4 0»iIIU: o *Ffi±i LT^fc^^^L. h;Ua. 
>-e^^-S^iiiJ:»3aScD<b^^5 8mg. TO 4 5%T^/c Q 

1 H-NMR (DMS O - d g , 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1H) , 7. 22 (m, 
1H) , 7. 23 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (m, 1 
H) , 8. 1 1 (m, 1H), 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H) , 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

Kfi^tlfffl (FD-MS, m/z) : 4 6 0 (M + ) 

nmms 8 

N- (2-7U7x-;l/) — N' - {4- [ (6. 7-'J;f 
JV)V) ±±iS] y^-Jl} ^UT (16 9) 

N- {4- [(6, 7-yn + y-4-*y'iA)^'>] y^-Jl} - 
N' - (2-—bu7*—Jl) VlsT (4 2mg) £N, N-^^f;^M7 
S K/Sffifctf-A- (12ml /6ml) tcjgPU 2 0K7KBKt'*7 A -ft 

Lrto 3&E~R§i«®£U &mo^m^3 9mgv W10 0%T^ o 
1 H-NMR (DMSO - d fi , 500 MHz) : <5 3. 94 (s, 3H), 
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3. 95 (s, 3H), 4. 77 (brs, 2H), 6. 44 (d, J=5. 5 
Hz, 1 H) , 6. 5 8 (m, 1H) , 6. 7 5 (m. 1 H) , 6. 8 5 (m, 
1H) , 7. 18 (d, J=8. 5Hz, 2 H) , 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H) , 8. 29 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 

8. 9 2 (s, 1 H) 

fi^l (FD-MS, m/z) : 4 3 0 (M + ) 

mmm9 9 

N- {4- [(6, T-^n^->-4-^yjib) tt->] 7 jl — ;U} - 
N' - (3--Fd7x-^) frPT (170) 

6, 1-*J* h + v-4 - (4-7;;7x7 + y) *7'J> (8 3 m g) £ 
(6ml) KUammmtt:^ 3--hn7x^Mvy7^- h 
( 3 8 4 m g ) ^jfra^.. 4 0 #HaflnJ&iIM L fc„ HS£ ? a n * ;b A/T -tr h > 
(1 0/1) T*mmtZ> >"J titf^ii^Ut -iCctOWML. ^ 

^£>{b£$l£ 4 4 m g. Jfcip 3 4 %1sm^ 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 99 (s, 3 H) , 
4. 04 (s, 3H), 6. 43 (d, J=4. 9Hz, 1 H) , 7. 10 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z, 2H) , 7. 5 7 (s, 1 H) , 7. 8 1 (m, 2H) , 8. 1 9 (s, 1 
H) , 8. 31 (s, 1H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 5 
9 (s, 1H) 

mmftmrn cfd-ms, m/ z ) : 46 o (m + ) 
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mmm 100 

N- {4 - [ (6> Y^jy-A—^-J , )Jl} 7 ~ 

N' -Xtf-JlvUT (1 7 1) 

6, h + *>-4- (4-7;;7x; + -» +yj> (51m g) £ 

hJUi> (5ml) Jna&jgJR L fcSSL t?fMV'>7*-F (0. 2ml) 
&m*., 2l^lHJn«Wt«EL^o »*^Dn*U/7th> (10/1) T-Jg 

mg N iR^4 1 96T»fc 0 

1 H-NMR(CDC1 3 , 500 MHz) : 5 0. 8 7 (m, 3 H) , 1. 
26-1. 3 0 (m, 1 OH) , 1. 5 3 (m, 2 H) , 3. 2 7 (m, 2H) , 
4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 04 (m, 1 H) , 6. 4 

4 (d, J =5. 5Hz, 1H), 6. 9 7 (s, 1H), 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) 

HMfttfrHM. (FD-MS, m/z) : 451 (M + ) 

mmm 101 

N- (3-T^y^^-;U) -N' - {4- [ (6, 7-v?/ h*->-4-4- 
y UAQ j-jrS^] 7x-^} frl/T (17 2) 

N — {4- [ (6, 7 h + ->-4-+;UA) 7i-;H - 

N' - (3--Fn7x-;W 9U7 (2 8mg) *N, N-y7fWA7 

5 F/Wm^f-Jl (5 m 1/2. 5ml) IcrgjgU 2 0 %7kWt4t'*^ ~Jvl± — 
mm (9 7mg) £j!lD;L> 7K*S?H^TMS^T3NfP^«^L7^o 

*£L/c 0 «JET»I«S*U &m<Z>4t&®$:l 3 m g. iR**5 1 
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H — NMR (CDClg, 500 MHz) : 6 4. 02 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz, 
1 H) , 6. 6 1 (m, 1 H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d, J=8. 5Hz, 2H) , 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
Jtt#0flfi (FD-MS, m/z) : 4 3 0 (M + ) 

mmm 102 

N-7'J^-N' -{4- [(6, 7-^^^->-4-t;'J;l/) tti/] 
Z^£kl (17 3) 

6, 7-vV h + v-4 - (4-7;;7x;4y) +7'J> (50m g) £- 
N, N-i>7f;l/4-J^7i K (5ml) (CfgjgLfc^ T'JMV-m-h 
(0. 2ml) tUax.^ 8 0°CT1 5 flrHIftl««» L fc e Srt;&{C7fc£tin;U B£ 

ESILfco i&ET*i£*S*U aM^Do>+;bA/rth> (10/1) 

61mg, JR^9 6%T^7r 0 
1 H-NMR (CDClg, 500 MHz) : 53. 90 (m, 2H), 

4. 03 (s, 3H), 4. 03 (s, 3H), 5. 12 (d, J = 10. 4H 
z, 1H), 5. 23 (d, J=17. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 88 (m, 1H), 6. 41 (d, 3=4. 9Hz, 1H) , 7. 08 (d, 
J=8. 5, 2H), 7. 39 (s, 1H) , 7. 44 (d, J=8. 5Hz, 
2H) , 7. 54 (s, 1H), 7. 75 (s, 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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mmftmm cfd-ms, m/ z ) : 3 7 9 cm + ) 
mmm 103 

N- {4- [(6, 7-/^^->-4-^y'J^) t^y] 7*.— M - 
N' - (1 --t-7*Jl) (174) 
6, 7-i?M h + v/-4- (4-7;;7iy+y) +;>J> (50m g) £ 
(5ml) IcJnJfcJgJBLfctlU l-t7f-Jl/^Vy7^-h (0. 2m 
1) ^ft]*., 2 0»iSILfc o aS^^on^;^/7-bh> (10/1) 

4 lrag, JRS£5 2%T-^/Cc 

1 H-NMR (DMS O- d g , 5 0 0MHz) : 53. 95 (s, 3 H) , 
3. 95 (s, 3H). 6. 45 (d, J=5. 5Hz, 1H) , 7. 21 (d, 
J = 9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m, 7 
H) , 7. 92~8. 15 (m. 3 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 80 (s, 1 H) , 9. 2 0 (s, 1 H) 

Ri^#ftt(FD-MS, m/z) :4 6 5 (M + ) 

mmrn 1 o 4 

N — (2-b tf 7x~Jl/) -N / - {4- [(6, 7-v^ h^v-4-^7 U 
jU) *±iS] y^-M 7u7 (17 5) 

6, h + ->-4 - (4-7;77xy^'» +>"J> (52m g) & 

hJUx-> (5ml) Kfln*&»#L*:SU 2 - t* 7 *-^>T V >T*- h (0. 2 
ml) SrJn^U 3 0»i^Lfcc »?nn^V7th> (10/ 

^5 6m g> JRSp6 4 %t?»fc 0 
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1 H-NMR(CDC1 3 , 500 MHz) : 53. 9 7 (s, 3H) , 
4. 04 (s, 3H) , 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H), 7. 40 (d, J=9. 2Hz, 2 H) , 7. 14-7. 39 (m, 
11H), 7. 54 (s, 1H), 7. 89 (brs, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1 H) , 8. 33 (d, J=5. 5Hz, 1 H) 

IfMI (FD-MS, m/z) : 491 (M + ) 

m&M 10 5 

N- (4 -N' - {4- [ (6, 

;'J^) j^vj tfVT (188) 

6, 7-vV b*f-4- (4-7iy7x;+v) *y ') > (5 lmg) £■ 
h;l/^-> (5ml) lzJmf$Mf&Ltz'&^ 4-if^7x^MV>'7^-l 
(0. 2ml) ^tjn^ 9 0ftmtiaf&&MLfz o ?£SE£? a o*;^/7-t h > 
(1 0/1) -eJg^-5i/U^y;^7i,^nv h^7 7^-t:il?iiau St 

moik&yaZ; 4 2 m g N jr^ 5 6 %-m^ 0 

1 H-NMR(CDC1 3 , 500 MHz) : 6 1. 18 (m, 3H), 2. 
58 (m, 2H), 3. 9 9 (s, 3H), 4. 02 (s, 3H), 6. 39 
(d, J=5. 5Hz, 1H) , 7. 07 (d, J=9. 2Hz, 2H) , 7. 
11 (d, J = 7. 9Hz, 2H) , 7. 25 (d, J=8. 5Hz, 2 H) , 
7. 40 (s, 1H), 7. 42 (d, J = 8. 5Hz, 2H), 7. 55 (s, 
1H) , 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 
m&ftffim (FD-MS, m/z) : 4 4 3 (M + ) 
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106 

N-^PyV;U-N' - {4- [(6, h^->-4-^7 'J;b) t4 

y^-M VlsT (18 9) 
6, h + v/-4 - (4-7;77x; + y) +7'J> (52m g) £ 

(5ml) KlmmmMLtzWi. OvVJKVvT^-h (0. 2ml) 
*1M?L, 5 0ftmimmMMLtz o S&*?aa*JlA/T-bb> (10/1) "C 

llmg, iR$l 5%T-^/c 0 

1 H-NMR(CDC1 3> 500MHz) : 5 4. 06 (s, 3 H) . 4. 

07 (s, 3H) , 6. 49 (d, 3=4. 9Hz, 1H), 7. 20 (d, J 
= 9. 2Hz, 2H) , 7. 43 (s. 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 04 (d, 3=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 5 3 (s, 1 H) , 11. 04 (s, 1 H) 

K*##HI (FD-MS, m/z) : 44 3 (M + ) 

mmm 107 

N-J^b*ist>Jl#-Jl>-N' - {4- [(6, 7-y7h^->-4-^7'J 

Jb) T^EJkl (19 0) 

6, 7-yy h — 4 - (4-T^y7jiy^» U > (5 2 m g) & 
h;l/x> (5ml) lcjtaf&7§&? L fcgL xh + y*M'-;Wv>7^-h 
(0. 2ml)£Jin;U 1 5^F B 1ft^ilgttL/c 0 ^ac^^an^-wUA/T-tr h> 

(1 0/1) -esgg-r-s^'j^yvu^^A^nv h^7-f -fc*e>*WKU & 

HOM*2 Omg. 1R^2 8 %-e»fc 0 

1 H-NMR (CDC L , 500 MHz) : 5 1. 37 (t, J = 7. 3H 
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z, 3H), 4. 10 (s, 3H), 4. 1 7 (s, 3H) , 4. 31 (q, J 
= 7. 3Hz, 2H), 6. 70 (d, J = 6. 1Hz, 1H), 7. 20 (d, 
J=8. 6 Hz, 2H) , 7. 64 (s, 1 H) , 7. 72 (d, J = 9. 2H 
z, 2H), 8. 12 (s, 1H) , 8. 50 (d, J = 6. 7Hz, 1 H) , 
10. 0 8 (s, 1 H) 
HS##rffi (FD-MS, m/z) :411 (M + ) 

H«J 10 8 

N- {4- [ (6, 7-vV h^->-4-*y ^^->] :7^_;U} - 
N' - (2-^ ^-^-7^-^) (5 6) 

6, 7-y> h + (4-7;/7xy + '» 4-7 U > (5 lmg) £ 

hAoc> (5ml) (wtP^}gft?L^^ 2-y^7x^MV->7?>-h 
(0. 2ml) <^Jp^ 15»MLt 0 ^7Dn*W7-trh> 
(1 0/1) T»^y'J*yM7A^D7 h777^ - ic <k *9 fjfgJJ U ^ 
61mg, JK§£ 8 2 %T*#*io 
1 H-NMR(CDC1 3 , 500 MHz) : 6 2. 20 (s, 3 H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J = 7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H) , 7. 39 (s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 4 5 (d, J =5. 5H z, 1 H) 

nmftftm (fd-ms, m/z) : 429 (m + ) 



WO 97/17329 



110 



PCT/JP96/03229 



mmm 109 

N- {4- [ (6, l-'J* ht'>-4-^yj^) *±jA Z x-—M - 
N' - (3-y f;i/7x-^) -7U7 (5 5) 

6, Y*^-4- (4-T S / 7 x7 +;'J> (5 lmg) £ 

h;bi> (5ml) KJC&iStfP L fcSU 3->f ^7x-M V->7^- h 
( 0 . 2ml) ^rSQX.^ 1 5 ^flQlfcig&fE L fz 0 t? a a^^A/T-ir h > 

(10/1) t?JgM"^Si/U W*5A^nvh^77>f-l:J:!)«l!U £ 
m(Dlt€rW%:4 lmg. JRSP5 6%T^fc 0 

1 H-NMR(CDC1 3 , 500 MHz) : <52. 32 (s, 3H), 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H), 7. 41 (s, 1H), 7. 44-7. 47 (m, 3 H) , 7. 56 (s, 
1H) , 8. 4 6 (d, J=5. 5Hz, 1 H) 

Steffi (FD-MS, m/z) : 4 2 9 (M + ) 

HSfe^J 110 

N — (2-7Mo7x-;b) -N' - {4- [ (6, b^>-4- 
±JJ)JV) Or*?-*/] y^-Jl) frUT (60) 

6, 7 -i? J h*>-4- (4-7;;7i;*-» (51m g) £ 

h;Ui> (5ml) {cJraHfe^Lfc^ 2-7Wn7iiHV < >7*-h 
( 0 . 2ml) £Jn;U 1 5 AmamMWL L * a o * JbA/T-iz h > 

(i o/i) T?s5a-r-5->'j*w*5A^o^ h^?* -jc«fc*?»s!u £ 

1 H-NMR(CDC1 3 , 500 MHz) : 6 4. 01 (s, 3 H) , 
4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 6. 97- 
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7. 04 (m, 2H), 7. 10-7. 12 (m, 3 H) , 7. 42 (s, 1 H) 
, 7. 49 (d, J=9. 2Hz, 2H), 7. 57 (s, 1 H) , 7. 73 
(s, 1H), 8. 17 (m, 1H) , 8. 35 (s, 1 H) . 8. 48 (d, 
J =5. 5Hz, 1 H) 
fiMKFD-MS, m/z) : 4 3 3 (M + ) 

mmm 1 1 1 

N- {4- [ (6, b^-iy- 4 l> AO ;fr^>] - 

N / -^o h'Jlry ur (194) 

6, h*f-4- (4-7;y7x; + y) +7'J> (54mg) * 

N, N-y>f^7tM7; K (3ml) (C^L/c^ ^nt°MVi/7^ 
- h (0. 2ml) £fln*.s 8 0°CT2 4 B#RiKinfl^# L fc e SJS&JCTk^-Sn*.. 

TftfcLfco MEE~R&I&£®*U ^M^aD^A/7th> (10/1) 

59mg N 10?^ 8 4%T^/-c 0 

1 H-NMR(CDC1 3 , 500 MHz) : 6 0. 93 (m, 3H), 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2 H) , 4. 0 2 (s. 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J = 5. 5Hz, 1 H) , 6. 41 (d, 
J =4. 9 Hz, 1H), 7. 08 (d, J = 8. 5Hz, 2 H) , 7. 39 

(s, 1H), 7. 43 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 

MMfttirm (FD-MS, m/z) :381 (M + ) 
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mmm 112 

N — {4- [(6, 7-y> t4->] -7 - 

N' - C4 -7 ^_;U77 ;l/7*-=. )V) OUT (19 5) 

6, 7-*J* h*->-4- (4-7;77x; + y) *7 U > (54m g) * 
h;U^> (5ml) (cflSSU M)7*xy> (5 3mg) £rJn;t N 2 0£NA] 
HAiS2ft L /Co RjS&fc 4-7;;^>77x;> ( 8 5 m g ) £ 1 

ttteS^Lx mtZ? nnih;l/A/T-b h > (10X1) Trlit5v"J*^l/ 
*7A?D7h^7^ -twJ^ffiSliU mmmt&Vn* 1 9m g> JR§£2 1% 

1 H-NMR (CDCl g , 500 MHz) : <? 4 . 01 (s, 3H), 

4. 04 (s, 3H) , 6. 44 (d, J =4. 9Hz, 1H), 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1H) , 7. 4 6-7. 8 0 (m, 
12 H), 8. 14 (s, 1H), 8. 30 (s, 1H), 8. 47 (d, J = 

5. 5Hz, 1H) 

Kfi5>tFH£ (FD-MS, m/z) : 519 (M + ) 

113 

N-^->;b-N' - {4- [(6, 7- 'J/ h*»>- 4 UAQ 
■7^-;b} UT (19 6) 

6, 1- : J* h^v/-4- (4-7i;7x; + y) +^J> (5 2mg) £ 
N, N-y^f;b7t;^7; K (3ml) fcjfcJB L fcSL ^*->MVi/7* 
- h (0. 2ml) £2]D;U 6 0tTl 5 NfKRjnJIMt^ L fco R^iCTK^JP^ 
g^»ai^;i,T2lHiafcbL^W«ie^lS?D^7K-e^t^ *&7kfiffEI?-7- h u ->a 
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TttmLtio «JETj§j»*e*Lx W^nn^WTt h> (1 0/1) 

6 3mg. OT8 4%T~mtio 

1 H-NMR(CDC1 3 , 500 MHz) : 50. 85 Cm, 3H) , 
1. 25-1. 47 (m, 6H) , 1. 50 (m, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H) , 4. 02 (s, 3 H) , 4. 02 (s, 3 H) , 5. 68 

Cb r s, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H) , 7. 94 (s, 1H) , 8. 43 (d, 5=4. 
9 Hz, 1H) 

«*##Ht (FD-MS, m/z) : 4 2 3 (M + ) 

H«IJ 114 

N- (5--<>^-;U) -N' - {4- [(6, h^->-4-^;U 
>>b) ^-4-->] Zj^EZkl (19 7) 

6, 7-v^ h*>-4- (4-7^7x7 + -/) +7'J> (51m g) £ 
(5ml) icfflWU MJ7tX>r> (5 4mg) ^x., 1 2^ffflJo 
illL/Co S«(C4-T^ 7 -<>^> (3 6mg) £:Jn;U 3 6^HliS 

S*U »*^d a^^A/T-b h> (10/1) T , Jg§^"t"-5 •> 'J =j 
1*9 n?h^77 * -tc<k!3fjtS!!U SSOft^l 3mg N jR^l 6%Tl# 

1 H-NMR (CDClg, 500 MHz) : 52. 04 (m, 2H), 
2. 8 2-2. 8 6 (m, 4 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3 H) 
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, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m, 1 H) , 7. 08 
(d, J = 8. 5Hz, 2H) , 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 
7. 4 0-7. 5 7 (m, 6 H) , 8. 44 (d, J=4. 9Hz, 1 H) 

mmftVrm cfd-ms, m/ Z ) : 455 (m + ) 
mmm 115 

N- (3, 4-vy h^>7^-;LQ -N' - {4- [ (6, 7 - if * h*-> 
-4-^V jMO -7^-^} O^T (198) 

3, 4--^^ h + ->7-'J> (42mg) ^h;l/X> (5ml) i:j§gU h 
U*xy> (2 4mg) <&SQ;U 2 2^Bg*nfK«^Lfco KJSttlc6, 7-v>^ 
h + - (4-7^7x; + v') *>"J > (51m g) (52m g) 

2 [niJfitB L ^Sfe#»««-fiafn^*S7K-e^ U &tK«-t- h 'J * a 
Lfco «ETa§Fi«&e±U ^^□□^/I'AAt h > (10/1) 
tSy^y';^7A7D7Fr77^ -K«fc*)*St!!U ^HOffc^Bj* 1 5m 
g. jR^si 8%-e^/r 0 

1 H-NMR (CDClg, 500 MHz) : 53. 84 (s, 3 H) . 
3. 85 (s, 3H) , 4. 01 (s, 3H), 4. 04 (s, 3 H) , 

6. 43 (d, J=4. 9Hz, 1 H) , 6. 7 5-6. 8 0 (m, 2 H) , 

7. 10 (d, J = 9. 2Hz, 2H) , 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2 H) , 7. 
56 (s, 1H), 7. 59 (s, 1H), 8. 4 6 (d, J =4. 9 Hz, 1 
H) 

mmftfrm (FD-MS, m/z) : 4 7 5 (M + ) 
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mmm 1 1 6 

N- (3, 4 -^?-Uym-*i/7 x.-Jl) -N' - {4- [(6, 
Y*i/-4-*J D;b) *±jS] ~7jl—M t7VT (19 9) 
3, 4-xf u>-;t+->7-'J > (8 0mg) £b;l^> (5ml) tcrgfl? 
h'JxWS> (0. 5ml) *MfcfthV*7^r> (5 0mg) *Jn 
lBtP^&O&ig^Lfco SJSffl[lc6, 7-^h + ^-4- (4-7;;7x 
y*>0 +y 'J > (5 2mg) fcfln*^ 1 0 O^RSSn«US»ELfco SiCttiwRK 

*;UA/y-t? h > (10/1) T?JKH^S*>y#W#^A*o-7 h^77>f - 
«-J:t)*l«(U »ft^6 2rag, iR*7 4 %-ef#fc 0 

1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 94 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9Hz, 1H), 6. 7 4-6. 7 8 (m, 2 H) , 7. 09 (s, 1 H) , 
7. 17 (d, J = 9. 2Hz, 2H) , 7. 37 (s, 1H), 7. 51 (s, 
1H), 7. 56 (d. J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H), 8. 69 (s, 1 H) 

m&mm cfd-ms, m/ z ) : 473 (m + ) 
mmm 117 

N-^^^-N- {4- [ (6, 7 -'J/ h^->-4-^y ') )V) ^-^->] 7 
^_;U} -N' - (4-n^->7x-;b) -7l/7 (2 0 0) 

&7km& (0. 2 7ml) iz^Wt (0. 13ml) *Jo^.> 6 0 TTF 2 B$|I(|Jd 
*tf*#Lfco ^JE^-t 1 h^h Kd75> (8ml) tr«»Lfc6, 7-v^h 
4-S/-4- (4-7U7*;+>» +y <J > (3 0 3mg) <&Jn^ SfiKT 
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EETiSii«-®*U »^Da^W7th> (10/1) IrSit^y'J 
*W5A^07 h^7>f -lc«fc*)flMS!U 6, h + v-4- (4 

-*;K;l^7; ;7i;+-» +;U>^3 2 7mg'd/: 0 

d©6, 7-i>'y h + (4-tWl/;;l/7;;7x;+-» *7 U > 

(3 1 7mg) ^fh5t Kn77> (9ml) {cygjg U 7KSibT;b i ^-7 A 
Ut^A (181mg) m.&KT21%r£\mftLtz 0 KfcifcKlfrfbT 

&7RM^hU^ATl£*gL/c 0 MffTi§&£Si:U K^^pd*;^/7 
-trh> (10/1) -eJg^-rSv'J^^^^^A^D-r h7'77^ -\z£iomwi 
U 6, 7-^n + '>-4- (4-^^^T^ 77x7 + ^) 4-7 'J >£r2 3 

:®6, k->-4- ^7i;4-^) *y > (4 

9mg) (5ml) i'flD^ft? L tz^ 4-/ h + -/7x^7y 

T*-h (0. 2ml) £fln;U 1 2 B^nJ&iffijfc L rt: 0 SM^ont>W 
T-fe h > (1 0/1) v"J *TO5A^dt -(CckOffi 

tgU «B©fl:6«j*4 7mg, iR^5 1%T-|#^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 3 8 (s, 3 H) , 
3. 77 (s, 3H), 4. 05 (s. 3 H) , 4. 06 (s, 3 H) , 

6. 14 (brs, 1H), 6. 59 (d, J = 5. 5Hz, 1H), 6. 82 
(d, J=9. 2Hz, 2H) , 7. 21 (d, J=9. 2Hz, 2 H) , 

7. 29 (d, J=9. 2Hz, 2H) , 7. 44 (d, J=8. 6Hz, 2 H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d, J = 5. 5H 
z, 1H) 
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«*5>#Tia (FD-MS, m/z) :4 5 9 (M + ) 
WJ 118 

^-Jl-N' - {A- [(6, 7-y7 h^y-4-t7 
UAQ ^7 1/7 (2 0 1) 

6, 7-->Vh + v-4- (4-7;/7x; + y) + 7 'J > (72m g) £ 
h;Uo.> (7ml) K!g®U hD*X^r> (5 2mg) ^flD^U 3^M« 

ttfco KMcN-^f;!,?-^ (o. 0 5mi) ^ l^munmmm 

*U £ISt£?n D *;UA/T-t? h> (10/1) TJg^>S ->U A 
^□vh/77^-[CJ:^Jii!!L^ mmoit&Wl^A 8mg N JR^4 6%T-^^ 0 

1 H-NMR (CD C 1 3 , 5 0 0MHz) : 6 3. 3 7 (s, 3 H) , 
4. 04 (s, 3H), 4. 04 (s, 3 H) , 6. 32 (brs, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz, 2 H) 
, 7. 3 7-7. 5 3 (m, 8 H) , 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1 H) 

m&ftVrm. (FD-MS, m/z) : 4 2 9 (M + ) 

m&m 119 

N-^^tz-N- (4-^ h^>7* — AO -N' -^;b-N' - {4- 
[(6, 7-->y H^-4-^y UjlO ;fr*v0 -7 1/7 (2 02) 

N- (4-^ h + ^^AO -N' - {4- [ (6, h*is-4- 
*JV)V) 7x^;H -7U7 (9 9mg) £N, N- ^Jl^jlJ^T 

^ K (3m 1 ) tzmmi, frmiti- h U "7 A (4 2mg) £7J0;U lSiiT2 0 
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&mmw l tz'& 3 ^ it * r )v c o . 0 3mi) i ^mmw l ^ 0 

no*;!,A/T-fer h> (1 0/1) -eJgl^&v'J^A^^A^nv h 

^H-NMR (CDClg, 500 MHz) : 53. 23 (s, 3H), 

3. 24 (s, 3H) , 3. 75 (s, 3 H) , 4. 05 (s, 3 H) , 

4. 06 (s, 3H) , 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H) , 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 

42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

SiMffl (FD-MS, m/z) : 4 7 3 (M + ) 

mrnm 120 (#%#j) 

3, 4--^oo7x-;M-^ h^i/7x-;l/»h> 

miSp^C^ba^ ^> (10ml) TtJlgacDT-V-^ (1. 0 8 1 g) 
<tmH5i£©3, ux3<yV4)l9 □ 'J K (2. 0 9 5 g) iT^RS©^ 

«yr;l/t*^A(III) H »J 7-1^0^ 9 l/XJlfr^— h (6 2 Omg) ^iJD^-x 
6 0ti:t8 WBMW L /Co SitaR^ft** i^oo* A- A * n n * 

mm&iteim* 2 7 0mg, iR$10 ^Tiffco 

* H — NMR (CDClg, 500 MHz) : <5 3. 90 (s, 3H), 
6. 98 (d, J = 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2 H) , 7. 84 
Cd, J = l. 8Hz, 1H) 

nmAfrm cfd-ms, m/ 2 ) : 280 (m + ) , 282 (m + +2) 
mmm 121 

3, 4 - £2 p □ 7^ — ;b 4-bFat->7x-;b »h> 
H»J12 0-e^^3, 4-^DD7i-Jl/ 4-^ h+i/7x-;b ^rh 
> (235m g) ^-^dd^> (2ml) JC?gft?U *^T1. 0M*'o> 
MJ7*o; K-^noy^>S* (7ml) Ztia^ M&tp 2 mm.ft L tz&R 

173rag, JR*s 7 7 %^fz 0 

1 H-NMR (DMSO-dg , 500 MHz) : 56. 91 (d, J = 
8. 5Hz, 2H), 7. 62 (d d, J = l. 8, 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d, J=7. 9Hz, 1 H) 
, 7. 85 (d, J=l. 8Hz, 1H) , 10. 55 (s, 1 H) 

M#«flfi(FD-MS. m/z) : 2 6 6 (M + ) . 2 6 8 (M + +2) 

mmm 12 2 

{4- [(6, 7-^ht->-4-t;^)^->] (3, 4 

-v^pp?^;!,) y^7> (17 7) 

TJ^>mmT^ mmmi 2 1-C'&tz3, 4-^no7x-^ 4-tKn 
*'>7*— ;b ^rh> (154mg) £ 4 - >^ 3^UT $ J t° U 5? > (77mg) 
(5m 1 ) 4WaiMiS43»#L7to 3NrffflSt4 on- 6. 7- 



WO 97/17329 



12 0 



PCT/JP96/03229 



h+v'+y y > (i 2 9mg) 2 i^mammmLtz 0 m.j&m&m 
mm&ik&vnz: simgs urn 3 1 %~emz a 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 03 (s, 3 H) , 
4. 07 (s, 3H), 6. 68 (d, J =5. 5Hz, 1H), 7. 28 (d, 
J = 8. 5Hz, 2H), 7. 4 6 (s, 1H), 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2 H) , 7. 91 (d, J = 
1. 8Hz, 1H) , 8. 60 (d, J=4. 9Hz, 1 H) 

KS##Hi (FD-MS, m/z) : 4 5 3 (M + ) ,4 5 5 (M + + 2) 

mmm 123 c##w 

H»J 2 2 T-^fc 4 - h U - n - ^Jbf- 1 - / h * ^ ^ y -;U 

(1. 2 8 2 g) imiSS©4 ->7^>7^^ o 'J K (4 9 7mg) 
ontwbA (5ml) K7§ft?U HJKSOk'X (F'j7i^X7^» ^7 
>>^A (ID ^ n U K (8 m g) £AtU 1 1 V^ffllJUMiMM L 7t c MJivM£^£ 

^A-e^L^o msTmrnm^m^tzmm (859m g ) ^rh7tKo77 

> (2ml) iz.mMtSi±, 7K (5ml) £ 6 Ni£®?7K*g#[ (12ml) £fln*_T 
#tEU ^nu^^Ag^MTKSfE^r^^^AT-l!;^. ^cfiET^S^LT 

'ft/cis-at^*-* is/mfc^^-emm-tz is u ° h ^ ^ -jet 
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SfitWU «H©fl:£*B*2 5 0mg, «$3 7%Ti§fc 0 

1 H-NMR (DMS O- dg , 5 0 0MHz) : 6 6. 91 (d, J = 
9. 2Hz, 2H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H) , 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

mmfttirm. (FD-MS, m/z) : 2 2 3 (M + ) 
l£»J 12 4 

4- {4 - [ (6, h^>-4-*7 jMO "OvVM K 

>>/^ h ( (17 8) 

T;U3'>^T> HWJ123-e?#^4- (4 - b Kd + S/K> y-Ob) O 
V— h 'J;U (2 3 Omg) i4-^yfJH ^ J t° 'J S>> (1 3 8mg) £^*> 
U> (5ml) ^^AtllfiWLfco lB#fiH&4-*un-6. 7 - h 
*S^y >j > (230mg) ^Ua^ 2 0 B^F^n^'M L tz Q MlSig£#f£ffrfa 

v > a T*e«i l fc 0 Mff Tmm^'&m h n tzmmz, /wm*- 

SSim. Iliyon^^A/pix^ (5/1) HMmi- ZMM *> U a 
?h/77^-i:,k!)«!!!U *JBofb^J*l 99mg, iRsM 7 %^ntz 0 

1 H-NMR (CDC lg , 500 MHz) : 54. 03 (s, 3H), 
4. 06 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J = 8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 46 (s, 1H), 
7. 82 (d, J=7. 9Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 2 H) 
, 7. 91 (d, J=8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 



WO 97/17329 



12 2 



PCT/JP96/03229 



H*##rte (FD-MS, m/z) : 410 (M^) 

mm 125 c###d 

miRiS©- h a y * > (10ml) rfJSSp^^T^V-^ (1. 0 8 1 g) 
£rTOS©2-^JbK>yV;l/^a <J K (1. 5 4 6 g) iWnO^'^f^ 
t^A(III) h'J7^a^>xm-h (6 2 0mg) £flD;L. 6 0°CK 

T7B#r B ^«^L7t 0 s^m^^m^ji 2 o^fi^&T&gu mmcDit 

6 7 9 g> JR$7 4%tm o 
®*##rM (FD-MS, m/z) :2 2 6 (M + ) 

?€»J 12 6 (#%W 

»J12 5«:4-^ h + y?^^ 2-Sm?*-Jl ^rh> (1. 
6 6 0 g) ^?dd*;W (10ml) K*§ft?U tK^TI. OMtfta > b 'J 7 
p $ K-^on^« (2 9ml) &Jn*.> ^fi«t»«E^L^ 0 1 mm '& 
MIC 1. 0 M*"a > h ij 7 o ^ F-^no^ (15ml) ^flO/U M 

u*2!m&Ltzmijm&®&mmmi 2 1 iiqi«©^-e«ysL. mmoit 

5 0 1 g. JR*9 6 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 30 (s, 3H), 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 2 2-7. 2 9 (m, 3 H) , 

7. 37 (td, J=l. 2, 7. 3Hz, 1 H) , 7. 73 (d, J=8. 5 
Hz, 2H) 

li^I (FD-MS, m/z) : 212 (M + ) 



WO 97/17329 



12 3 



PCT/JP96/03229 



mmm 127 

{4- [(6, 7-yy^->-4-t;'J^)^->] 7x-;b} (2-y 
=f-)V7 (18 0) 

TJl=f>mMT, »12 6t1lf;4-tKD + y7x^;b 2-/*)\,7 
^-jl >rh> (1. 3 3 4 g) t4-yyW;;tf'jy> (8 4 5mg) 
(15ml) tfi'sAtlSffltMW^Lfco 1«4-^dd-6, 7 
h + i/+y y > (i. 4 0 6 g) £Jn;L> 2 3B#M;Dn*!bB«EL;fco RiCSR 

-fc«fct>»t!!&. Mic-^u->/T-fer h> (2/D y a 

h^^"7>r U OT©rt;^l£l. 2 5 8 g. iRf5 0%T 

1 H-NMR (CDClg, 500 MHz) : 52. 37 (s, 3H), 
4. 02 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2 H) , 7. 2 5-7. 3 5 (m, 
3H), 7. 39-7. 42 (m, 1H) , 7. 45 (s, 1H), 7. 46 
(s, 1H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5 Hz, 1H) 
«*##fffi (FD-MS, m/z) : 3 9 9 (M + ) 

Hm^J 12 8 

{3- [ (6, 7-->V ht'>-4-^U) ^*->] :7^_;U} 
*7 > (18 1) 

4-? on- 6, 7-^^ h + ->+; 'J> (112mg) t mS5o D n© 3 - k K 
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udriyKyy'y y (2 9 7mg) £2B£U 1 7 OV* 1 0#BHt# LfcUfc^ 
RJSI^!j^*t>/7-bh> (2/1) -eSRN" nv h 

1 H-NMR (CDClg, 90Mz) : <5 4. 0 4 (s, 3 H) , 4. 05 
(s, 3H). 6. 53 (d, J=5. 3Hz, 1 H) , 7. 34-7. 88 
(m, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 

ItMf (FD-MS, m/z) : 3 8 5 (M + ) 

mmm 129 om^d 

mmffl2 2-?mtz4- h u -n-:7*^;i/f->- 1 -y h + ->yf;i/7xy-;i/ 
(1. 2 8 2 g) ima5DD®2 -7n>f^ n 'J K (3 9 2mg) £^uu*;U 
A (5ml) Kjgfl? U rfTIRS© fx (F'j7i^*77^ >) 5; <7 A 
(II) 7DiJ K (8m g) £A*U 1 H5ffl««EL*:o Kifc»£<»*5»fcWI 2 3 
illliO^T^iii^-S*^ «fc ^^B^TkBKK^^^ ^7A« 

L/Co «ETJgj»®£&?ert:gSj!6 (6 6 2mg) &r h^t Kn77> (2ml) 
7k (5ml) £6Ni£g?7kMi (12ml) £Jn*T 3 BSHftl^ 
ML /Co EOSzg^teHJgW 1 2-3«h|5|«©^T"teaL. 3EJB<ZMb£r<8j£: 2 1 
8mg N ®3 9%"C»fc 0 

1 H-NMR (DM S O — dg , 500MHz) : 66. 76 (dd, J = 
1. 2, 3. 1Hz, 1H) , 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d, J=8. 5Hz, 2 H) 
, 8. 06 (d, J=l. 2Hz, 1H), 10. 39 (s, 1 H) 
fi^I (FD-MS, m/z) : 188 (M + ) 
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mmm 130 

2-7o>f )l- (4- [(6, 7-->7h^->-4-tyj;b) ^->] 7i 
->>U} ^ 9 J > (18 2) 
T;bn*>^T> HWJ1 2 9T^fc2-7o^;b 4-tKn+>>7xz;l, 
^ h > (2 05mg) £ 4 -*J**)IT $ </ t°U ^> (1 4 6mg) 
> (5ml) 4>^An^*a^L3t 0 l«4-^on-6, 7 - ->V 
•>+y U > (2 4 4mg) £jJD;L. 2 0 V%mmmMffi Ltz c Kfom€iW%:ffi$Uvi 
®?7Km-7- h U ^ ATfqg/gi ^ n n*;bAT#Ii&> ^ o a ^JbAS^7K5fc^-7 

su ^ uuKjij^/mfc^jis (5/i) T-jg^-r^^e^u^yvu^nv h^ - 

77^ -iCk^ff^L. mmcD^^l 9 2mg. JR^4 7%-e#7t 0 

1 H-NMR (CDClj, 500 MHz) : 5 4. 03 (s, 3H). 
4. 07 (s, 3H), 6. 63 (dd, J = l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2 H) 
, 7. 3 2 (d, J =3. 7Hz, 1H) , 7. 47 (s, 1H), 7. 48 
(s, 1H), 7. 73 (d, J=l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
§fS##ffit (FD-MS, m/z) : 3 7 5 (M + ) 

mmm 131 (#%w 

-fiWiFnCD- hn^ (5ml) e£ n m$fc&®T-V-Jl (5 4 1mg) irfj 
m&<D 3-/ f-JVOVJ Jl? nUK(773mg) £ rf?B£ D a n cD X^>i> , ')A 
(III) h >; ^ h (4 9mg) 6 0°ClCTlB&flt 
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12 6 

5 m g. JR>P5 6%-e'fttz 0 
«*##Hifi (FD-MS, m/z) : 2 2 6 (M + ) 

l"l«J 13 2 C##W) 

4-kF'o^y7x-^ 3-^f;l/7x-;l/ »h> 
H»J1 3 1 4 -/ b*isy ;u 3-y^;u^i^;b ^ h > 
(603m g) ^-^do^> (3ml) fcigJBU *^T1. 0Mt'n>h 
U 7o i F-^dd^>M (11ml) £fln;t. mWPMWLtCo 2 2ft 

m&Kmm&mzmmm 1 2 1 i^o^a-e^L, 110^^3 1 6m 

gN w 5 6%-e?#^c 

1 H-NMR (DMS O-dg , 5 0 0MHz) :<52. 38 (s, 3 H) , 

6. 89 (d, J=8. 6Hz, 2H), 7. 3 7-7. 4 7 (m, 4 H) , 

7. 65 (d, J=8. 6Hz, 2 H) , 10. 42 (s, 1 H) 
m#flfle (FD-MS, m/z) : 212 (M + ) 

m&m 13 3 

{4- [(6, 7-^h^y-4-^'J;b)^->] 7x-;b} (3-^ 
f^7x-ji/) y > (18 3) 
T^=f>5tffc-R »J 1 3 2 4 - t K o + -> 7 x - 3-^^:7 
^-h> (307m g) i4-^>f^7 ;V t c, J-^> (1 9 4mg) £ 
*^ls> (5ml) *^AtlMS^«^Lrto l«4-^nn-6, 7-v? 
^ h^i/+7'J> (324mg) &Jo;U 2 3 B#IHHnrf»«»E I- ^° EJ&m&fa& 
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mmm 1 2 2 1 mm^^mm u «H©^k^** 2 6 2 m g . to 4 5 %t- 

1 H-NMR (CDC 1 g , 500 MHz) : 8 2. A A (s, 3 H) , 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t, J=7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 
7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1H), 7. 64 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 57 (d, J = 5. 5H 
z, 1H) 

MfeMrtiS (FD-MS, m/z) : 3 9 9 (M + ) 

H«J 13 4 (&mW) 

A — t. Ko4=- 'yy jl—jIs 4--Fa7x-;b »F> 
MWJ2 2T-»fc4- h U -n-yf-;l/f->- 1 - / h + y^^7x7-;b 
(1. 2 8 2 g) irURS©4 h nOvV^^ o 'J K (5 5 7mg) 
a a* A, A (5ml) tcj£!PU rffllfcSOb** ( h U 7 x-^X7 * » 
^■7 A (II) ?nij K (8 m g) *A*U 2 3«?IHBPJIWi«ELfco J*J6SR^»* 
HWJ2 3 t^O^^ffl^S^i^^Si-^^Ji^TkBKR^r*^ 
■7AT^Lfco «EET^S*^^:gS«6 (1. 0 4 7 g) *rh7tKn7 
^> (4ml) 7K (5ml) i 6 NJgi?7k7§& (1 5ml) £;&0;L 

Ik&VnZ 3 9 8 m g N l&m 5 5 %T^;t 0 

1 H-NMR (DMSO-dg , 500 MHz) : 56. 92 (d, J = 
8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 89 (d, 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2 H) , 10. 62 
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(s, 1H) 

IIMI (FD-MS, m/z) : 2 4 3 (M + ) 
H»J 13 5 

{4- [(6, ht'>-4-t; 'J^) tt->] 7x-;l/} (4-- 

ha-7^~;b) ^ > (18 4) 

>r h> (3 7 Omg) <t 4-v>yf-;UT S 7 t°'J (2 0 4mg) £ 
+ ->l/> (5ml) ^AftSfltHKILfco 1 - ? o d - 6. 7-5? 

y h*y+yj> (340mg) &Jo;U 2 3 NfF^tO^&SM L fc 0 KJCfi^Bl* 
HWJl 3 0£ITO©#iS-C«HBU mm>iteM*:2 3 8mg, JR*3 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 4. 0 3 (s, 3 H) , 

4. 07 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 29 (d, 

J=8. 5Hz, 2H) , 7. 44 (s, 1 H) , 7. 47 (s, 1 H) , 

7. 93 (d, J=9. 2Hz, 2 H) , 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

IlMffi (FD-MS, m/z) : 4 3 0 (M + ) 

4-bKot->7x-;b 3, 4-yfl/>'^^r->7x-;l 7~h> 
Hiffe^J2 2T?»fc4- h U -n-T^L^V- I-/ h*yyf^7x;-;b 
(1. 2 8 2 g) trUStSOfcT^n — n-f a 'J K (6 6 4mg) an* 
JUA (5ml) dSflPU TfrlRS© fc** (h U 7x-MX7-f » /n°^v?OA 
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(ID ^oUK (8mg) £A*U 1 WSQWcSM L tz c SJES^^HJfeWI 2 3 

i w&Dism-eam-t zmiz.&iomzx- -T-jim&mMwt? > * a t?|£« 

L/Co «JET*«Ee5fe»»fcgiat (1. 03 0g) ^fF7th'D77> 
(2ml) K&JftS-lK * (5ml) £ 6 Nig®?7ki$& (12ml) £Jn*.T 

10.5 KfPajn«us»E l fcc sisfi^tt^iusffii 1 2 3 1 mm<Djj&-cnm u 

mm<D<t&®}%:2 1 2mg> TO 2 9%T'^fc 0 

1 H-NMR(DMSO-d g , 500 MHz) : 5 6. 1 5 (s, 2H), 
6. 88 (d, J=8. 6Hz, 2 H) , 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (d d, J=l. 8, 7. 
9Hz, 1H) , 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

Ii^lrl(FD-MS, m/z) : 2 4 2 (M + ) 
H»J 13 7 

{4- [(6, 7-^h^y-4-t7'J;b) ^y] 7x_;l/} (3, 4 
-^b>-my7x-^) *9Jy (185) 

T;l/=/>marK HJfetfiJl 3 6tr^4- t Ko*y7x_^ 3, 
U > y7i-Jb ?-h> (2 02mg) £ 4 - V * f- JIT 5 J t" U > 
(112mg) £*->b> (2ml) 4^AftM*!I# L fc e lB#fS&4-? 
□ □-6, 7-vM h + y+7'J> (18 7mg) £fln*.x 2 0 l$ MlmmMm L 
/c 0 RJSS^tt*HiSfiW 1 2 4 £ iHj^O^^-e^S U mm<Z>lt&W& 13 5m 
g> ^ 3 8%-e^/Co 

X H-NMR (CDC lg , 5 0 0MHz) : <5 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 09 (s, 2 H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J=8. 5H 
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z, 2H), 7. 38 (d, J=l. 8Hz, 1 H) , 7. 41 (d d, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=4. 9Hz, 1 H) 

mmftvtm. cfd-ms, m/z) : 429 cm + ) 
nm^j 138 ommm> 

miSiS.©— hay ^> (10ml) -fimFa<DT-V-Jl (1. 0 8 1 g) 
imiSSo 3 - (h'J7AtD^f-;b)K>y^;^oiJK(2. 0 8 6 g) £ 
rUISSO-f ^T^bfcf^A (III) h 'J 7Jl/tn^ ^ >x;U**- h (6 2 0mg) 

*tiax-, 6 o°cirTiBfe8i^L/co rm^^hwji 2 o tmm^m-cm 

IU mmv>\\L&m*l 19mg, 6%-CWco 

1 H-NMR(CDC1 3 , 500 MHz) : 5 3. 91 (s, 3H) , 

6. 99 (d, J = 9. 2Hz, 2 H) , 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 9 3-7. 9 4 (m, 1H) , 8. 01 (s, 1 H) 

(FD-MS, m/z) : 2 8 0 (M + ) 

mmm 139 (&mm 

H»J1 3 8-e»)t3- h 'J 7Moyf^7x-;l/ 4-^ h + ->7x^ 
^rh> (6 5 7mg) £N, N-^^fMJl/AJ; K (35ml) t:$HL, 
h U 7Afty h^> K (411ml) ^flnx.. T^^>^T7^jni»a 

ml /Co KiEs^^nite^j 3 3 tmrncDXte-emmL, mm&it&mt: 4 5 4 
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A H-NMR (CDClg, 500 MHz) : 6 5. 8 5 (s, 1H) , 
6. 94 (d, J=9. 2Hz, 2 H) , 7. 62 (t, J = 7. 3Hz, 1H) 
, 7. 78 (d, J=9. 2Hz, 2 H) , 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

mmm ho 

( 3 — h 'J ~7 Jliru / ^-A,-? 3-—)V) {4- [(6, 7-^^ 
J 7x-;i/} y^y > (18 6) 

t Fa+y7x^ yh> (432mg) i4-?aa-6, 7->^I>*-> 
*y U > (3 6 3mg) ^i>'xf l/>^ij3-;L,y7 ^;Ujc— 7^ (1 0ml) 

A> (5/1) ■ei«t53llv"J*y;^nT h^57>f - M «fc 9 HfSg U 
b^#3^ 2 0 4mg, iR^ 2 8 

1 H-NMR(CDC1 3 , 500 MHz) : S 4. 0 3 (s, 3H), 
4. 07 (s, 3H) , 6, 69 (d, 3=4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H), 7. 47 (s, 2 H) , 7. 66 (t, J = 7. 9H 
z, 1H), 7. 87 (d, J = 7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H) , 8. 00 (d, J=7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
, 8. 6 0 (d, J =4. 9Hz, 1 H) 

KM^-tFrffi (FD-MS, m/z) :4 5 3 (M + ) 
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nmm 1 a i mnm 

TfT|Sp n pCD^ h o y * > (5ml) 4>> rfTBSn n n OT- V-;U (0. 5ml) irfJ 
SSn^O •> ? o^^-y- y-h Jim—)\s? d'JF(0. 6 3ml) t Jfiffi.ShOJ v t)1 
h^A(III) hij7^to^>xM^-h (2 8 8mg) 6 0°Cic 

T3B^8&#Ljt 0 K^M^I^Tk^ dd*J^T» ?nn^A|^ 

^7h^77<f -JCct^ffi^L. M®{t^£5 1 7mg, JR^5 1 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1 . 21-1. 8 8 (m, 
10H), 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3H), 6. 93 
(d, J=9. 2Hz, 2H), 7. 94 (d, J-9. 2Hz, 2 H) 
WMfttiriHL (FAB-MS, m/z) : 219 (M + +l) 

H»J1 4 l-e^4-i/^a^+^>^*^^-^- 1 -Jf h > 
(5 1 7mg) «-N. N-^fA*AA7 5 K (2 0ml) lcjgft?U h 'J 
^A^^-^ h + i/K (5 3 8mg) £JdjU T;U=J*>m^TlB#r H 1in*feML^o 

■b b >TJgPfl-i-*<>'J*y;i/^D-7 F^77^ -ick&fMSUU mmv>4k&®& 
4 8 7m g> JR§£9 3%-e»fco 
1 H-NMR (CDClg. 500 MHz) : 51. 23-1. 88 (m, 
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10 H), 3. 19-3. 25 (m, 1 H) , 6. 06 (brs, 1 H) , 
6. 89 (d, J=8. 6Hz, 2H), 7. 90 (d, J=8. 6Hz, 1 H) 
Ri^tfffKFD-MS, m/z) : 2 04 (M + ) 

mmm 143 

K>-tf > (18 7) 

TJi=r>mMT, nmmi 4 2-e^fc a - d^^i^a,*'^- 1 _ t 

Ko+-vK>-tr> (2 7 3mg) «h 4 o o - 6, 7 - V * Y*i/*J 'j > 
(lOOmg) *5?.x*-l/>^iJ n-^^y f-;l/x-rA (0. 2ml) JC?gft? 
1 6 0°C*3 0#ia«#Lfco RiSjE^«-iafn^»7f<3ll^ h U ->AtK^ 

1 H-NMR (CDC lg , 500 MHz) : 6 1. 21-1. 93 (m, 
10H), 3. 24-3. 2 9 (m, 1 H) , 4. 03 (s, 3 H) , 4. 06 
(s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) , 7. 24 (d, J = 
8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 47 (s, 1 H) , 8. 05 
(d, J=8. 5Hz, 2H) , 8. 55 (d, J = 5. 5Hz, 1 H) 
li^I (FD-MS, m/z) :3 9 2 (M + +l) 

mmm 1 4 4 (#%#i) 

TfJKSiO— hn^^> (1 0m 1) «K miSSOT— V-;U (1. 081 g) 
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f^mSh(D2 - (hi) 7 JVj- o / *f-)V) K>^;b?n «J K (2. 0 8 6 g) i 

mign n Q©-r vT-^e^Adii) h'j7^tD^^>7;^^-F (6 2 0mg) 

^SP^U 6 0 °C ICT 6 B#fHflt# L fc 0 Kf£aR£«5*7k Won* ;U A-e^®^ 

%£L, mmmt&M&l. 4 0 2 gs iR$5 0%T'ft o 

1 H-NMR(CDC1 3> 500 MHz) : 5 3 . 88 (s, 3H), 
6. 93 (d, J=9. 2Hz, 2 H) , 7. 37-7. 39 (m, 1 H) , 7. 

6 0-7. 6 3 (m, 2 H) , 7. 75 (d, J=9. 2Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1 H) 

Sm##Ht (FD-MS, m/z) : 2 8 0 (M + ) 

mmm 145 (#%w 

2 - h U 7;bto^ ^Jlyj.—Jl' 4-b Kp^->7x-;1/ ^h> 

*r h > (1. 402 g) £N, N- fM;bA7 S K (15ml) J;i7gJS?U 
7-h'J7i,^> h + v'K (8 7 7mg) ^tJD^ T;U=f>^«ET4l^rMSP*W8 

1. 0 5 0 g. CT7 9%T^/r D 
1 H-NMR (CDC 1 3 , 500 MHz) : <5 5. 88 (s, 1H), 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 3 7-7. 3 8 (m, 1H), 

7. 5 8-7. 6 3 (m, 2 H) , 7. 7 1 (d, J =9. 2 Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

m&fttirm (FD-MS, m/z) :2 6 6 (M + ) 
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m&m 14 6 

(2 - h U 7Jl*a/ fJkZi^k) (4- [ (6, 7-->Vh^i>-4-^ 

y ^-^->] 7^_;i> y > (3 5) 

T>»bzj*>^T> »] 1 4 5 2 - h 'J 7 W o y f ^7 x-;b 4- 

tKa^'>7i^ yh> (9 5 9mg) i4-yyfJb7;V t°'Jy> (4 
84mg) ^>P> (7ml) ^AtlS&^a^ L/c Q 1^I4-7dd 
-6, 7-^h + «>+;iJ> (8 0 5mg) 1 mtiQMMffi. L fc c 

iS£^£*;WJl 3 0 £ll^©7ji£T"&3IU ^©ft£r#l£ 8 9 9mg N iR$ 
5 5 %T-^/Co 

1 H-NMR(CDC1 3 , 500 MHz) : 6 4. 01 (s, 3H), 
4. 06 (s, 3H) , 6, 67 (d, J=5. 5Hz, 1 H) , 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 42~7. 44 (m, 1 
H) , 7. 45 (s, 1H), 7. 62~7. 68 (m, 2 H) , 7. 8 0- 
7. 81 (m, 1H), 7. 87 (d, J=8. 6Hz, 2 H) , 8. 58 (d, 
J =5. 5Hz, 1 H) 

MbWHS (FD-MS. m/z) : 4 5 3 (M + ) 

^Jfe0>J 14 7 

rfjflRSO- hny ^> (10ml) 4k rffBRiB© T-V-;U (1. 0 8 1 g) 
i f^mSho 4 - (n-y^;b) ^>vV;U^ n ij K (1. 9 6 7 g) irffflRiS® 
-f vTJlWMim h'J7^ny^>XM^-f (6 2 0mg) 

SHOft^* 8 6 3mg> JRs*3 2 96T?»fc 0 

1 H-NMR (CDCL, 500 MHz) : 50. 95 (t, J = 7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 (q 

uint, J = 7. 3Hz, 2 H) , 2. 69 (t, J = 7. 3Hz, 2 H) , 

3. 89 (s, 3H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 

J=8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 
(d, J=9. 2Hz, 2H) 

HS##ffil (FD-MS, m/z) : 2 6 8 (M + ) 

mmm us omtw) 

4 -n-7f ;l/7x- ;U 4-fcKo^->7^ — ;u >r h > 

(8 6 3mg) £N, N-^y fJl/*;l/A7 ;K (5 0ml) fci&BU ± h U 
h + yK (5 6 3mg) ^tox.. 7 ;1/ >MtT 7 SffljtaitSt L fc 0 

Jx&m&mzmmm 3 3 1 isi«i©^-etea u mm<D{t&®% 1 8 7 m gN jr 

^9 6%-zr-lt^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 9 5 (t, J = 7. 3H 
z, 3H) , 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 
(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H) , 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2 H) , 7. 28 
(d, J=7. 9Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2 H) , 
7. 7 7 (d, J =8. 5H z, 2 H) 
R«##HI (FD-MS, m/z) : 2 54 (M + ) 
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mmm 149 

(4-n-W7x-^) {4- [ (6, h^r^-A-^-J U ;IQ 

**->J 7^_;u> y^y> (4 0) 

TJi^ynmrf. mmmi 4 8-cifc4-n-^7i^ 4-tKn* 

->7i^;U t-F> (7 2 7mg) i4-^on-6, 7-^n + y + ;>J> 
(6 3 9mg) *i>xfu>/ij 3-^i?>f;l/x-fA (10ml) fCTgJS?;* 
-feK 1 8 0°C^1 Ol*ra*n«dKftL^o RJKft^tt*l»fDjK»^- h U ^AtK^ 

Omg s iR^3 2%Tr^7to 

1 H-NMR (CDC 1 500 MHz) : 5 0. 95 (t, J=7. 
3Hz, 3H) , 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 62 
~1. 68 (m, 2H), 2. 71 (t, J=7. 3Hz, 2 H) , 4. 04 

(s, 3H) , 4. 07 (s, 3H) , 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2H) , 7. 31 (d, J=7. 9Hz, 2 H) 
, 7. 46 (s, 1H). 7. 49 (s, 1 H) , 7. 76 (d, J=7. 9H 
z, 2H) , 7. 92 (d, J =8. 5Hz, 2H) , 8. 58 (d, J = 
5. 5Hz, 1H) 

Il^lfrt (FD-MS, m/z) : 44 0 (M + -l) 
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MMM 15 0 (##0»J) 

3-7Mn7x-;b 4-^ h^->7x-;l/ th> 

mH5<S.©- h ^> (5ml) 7fJflR.S©T— V-;b (5 4 lmg) irff 
H D D D 03-7WD'<^7'f;^DiJ K (7 9 3mg) t rUflfe£©X*7 > v>»7 A 
(III) h'j7;btD^^>xM^-h (4 9mg) 60°CKT3BF H 1 
811$ L ^Co SJCfi^^TKi 9 n o *;Ui.T^li^ ^ a a >jt^A|^iK7 ^ 

g> TO 5 1%-e^/io 
11MKFAB-MS, m/z) : 231 (M + +l) 

mmm 151 

4-b Ka^y7x- 3 -7^07^-^ jr h > 
IWJ15 0Tifc3-7MD7i^;b 4-y F + ->7x^ >r h > 
(580mg) Srv^na^^ (5 ml) Krgft?U *^T1. 0M#o> h 
'i7-D; l?-^DD^>»ft (2 3ml) lfl«f3ftfl»PLfco S 

JftR£fe£JtffiMl 2 1 i|5l#O^T-^aL. mm<D4t&to*4 0 2mg. J& 

H — NMR (DMSO-dg, 5 0 0MHz) : 6 6. 91 (d, J = 
8. 5Hz, 2H), 7. 44-7. 49 (m, 3H), 7. 57-7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (brs, 
1H) 

liMtt (FAB-MS, m/z) : 217 (M + +l) 
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nmm 152 

{4- [(6, 7-^F^->-4-^y | J^) tty] 7x_;b) (3-7 
!k*EZ±^} (17 6) 

T )Vzi y%MT^ 15 1 Tl#/c 4-tF'D + y7x-;b 3 - 7 A-* d 

y^-Jl >rYy (3 7 3m g) i4-v7 7 f'J y> (2 3 2mg) 

(5ml) 4^An^S4>«#Lfca 3«4-?on-6, 7- 
j* h * y U > ( 3 8 6 m g ) ^tjp^. 2 1 B#fyMnifei§M L fc 0 SJCfi^l 

±t)ffi«^ Ii:?oD*^A/Si!xf^ (5/1) T?SB§-r*HWS/U*y 
;U?n^h^;7^ -{c J: *9 U mmvlt&mZ 4 8 4mg, JK*£7 0%tr 

1 H-NMR (CDC 1 3 , 500 MHz) : 54. 04 (s. 3H), 

4. 07 (s, 3H), 6. 6 7 (d, J =4. 9Hz, 1H), 7. 28 (d, 

J = 7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 

1H) , 7. 47 (s, 1H) , 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 

7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz, 2 H) , 8. 59 (d, 
J = 5. 5 H z , 1 H) 

Steffi (FD-MS, m/z) : 4 03 (M + ) 

mmm 153 

N- {4- [ (6, 7-?J* Hri>-4-*j-y'j-;U) *±iS] 7j,-M 

-n' - (2-y h^-yy^-j^ <yuT (1 1 3) 

6, 7-^h + y-4- (4-7;77xy+^) **"/'J > (1 0 Omg) 
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14 0 

(lomi) izmmmmttz'^ 2-* h+->7i^Mvm- 
h (o. 3 6mi) zmz., 4 oftmtQMMMLtzo mmz^ik, mm&ta 

u*Jl2*/J?;~jl (1 0 0/1) . aa*;U2*/T* b> (5/1) 

1 1 2mg x 4X^7 5%-cmtZo 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3 H) , 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z, 1H), 7. 2 3 (d, J=9. 2Hz, 2H), 7. 39 (s, 1H) , 
7. 55 (d, J = 9. 2Hz, 2 H) , 7. 57 (s, 1 H) , 8. 15 (d, 
J = 7. 9Hz, 1H), 8. 25 (s, 1 H) , 8. 55 (s, 1 H) , 
9. 4 4 (s, 1 H) 

mftffim (FD-MS, m/z) :4 4 6 (M + ) 

mmm 154 

N- {4- [ (6, 7-S?y h*is-4-*±V<)-Jl>) ±±±1 7*—M 
-N' - (3-^ h^^/7^-;!/) frl^T (114) 

6, 7-v?^ h + i/-4- (4-7;;7x; + y) *^/'J > (1 0 Omg) 
%bJli.> (10ml) ^ira^*?L^a. 3-y h + i/^jt-^-f V->7t- 
h (0. 3 6ml) £Jn;U 40^IW^Lfco SttteS^SU &i6£?a 
a*jlA// ? J -jl (10 0/1) . ftl^^Dn*;bA/7t h > (5/1) 

3 lmg, JR^2 1%-TT^o 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 74 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 56 (d, J=7. 9Hz, 
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1H), 6. 96 (d, J = 7. 9Hz, 1H) , 7. 15-7. 25 (m. 
4H), 7. 3 8 (s, 1H), 7. 5 3-7. 60 (m, 3H), 8. 55 

(s, 1H), 8. 76 (s, 1H), 8. 81 (s, 1 H) 

OTbfrflfffi (FD-MS, m/z) : 4 4 6 (M + ) 

ISfePJ 15 5 

N- {4- [ (6, 7-^ h^->-4-*^-y 
— N' - (4-^ ^) -)P7 (99) 

6, 7-^y h*>-4- (4-7;;7x; + -» *^/'J > (8 lmg) 

&hJi^> (5mi) tztiamagmLtL&* 4-/ ^^i-Mv^T-h 

(0. 2 9ml) £Jq;L. 4 0^HttnHWl«ELfco #ftflLfcfl»*JtRU bJl 

^-emw* LmmcDfc&tfoz 60mg, mm 4 9 

H — NMR (CDC lg , 500 MHz) : 53. 79 (s, 3H), 
4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 32 

(s, 1H), 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 6 0 (s, 1 H) 

SS^tfTffi (FAB-MS, m/z) : 447 (M + +l) 

fUfefll 15 6 

N- {4- [ (6. 7-SM 4 'J g^vj ^ ^-;L/} 

-N' - (2-^^o^^^;b) frUT (116) 

6, 7-^y h + ->-4 - (4-7^7x; + -» **-'/U > (1 0 Omg) 
£b;Loi> (10ml) KfloHygJgL/cgL 2-7;l/*n7x-;Kvi/7t- 
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h (0. 3 0ml) 40^iDMll/: o fxttS LtzMW'&foM L-s h 

1 H-NMR (DMS O- d g , 5 0 0MHz) : 53. 98 (s, 3 H) , 
3. 99 (s. 3H) , 7. 0 0-7. 0 4 (m, 1H) , 7. 13 — 7. 17 
(m, 1H) , 7. 2 3-7. 2 7 (m, 3 H) , 7. 3 9 (s, 1H) , 
7. 5 4-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m, 1 H) , 8. 55 
(s, 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 
mtSmm (FD-MS, m/z) :4 3 4 (M + ) 

mmrn 157 

N — {4- [ (6, h^->-4-^7- > /'J-^) ±±}/} 7^— M 

-N' -n-yf;Wl/7 (2 2 0) 

6, 7-i?y h + - (4-7;;7x;+-» > (1 0 Omg) 

£h;bi> (10ml) izUafmmLti^ n--/Wy->77-b 
( 0 . 2 9ml) Srfln*.. 4 0 &Mft]ffeil3fE L tz 0 mMZW3k'&^ mm* 9uu 
*;UA/T-trh> (5/1) T:M§9"9 t " -5 -> I) # ^iVii 7A^o?h^77^ — M 
<fc*)*l«U mm<Dit&®}&7 5mg, jRs£5 6%-Cl#fco 

1 H-NMR (DMSO-dg , 500 MHz) : 5 0. 90 (t, J = 

7. 3Hz, 3H) , 1. 2 8-1. 4 6 (m, 4 H) , 3. 09 (q, J = 
6. 7Hz, 2H), 3. 97 (s, 3 H) , 3. 99 (s, 3 H) , 6. 23 

(brs, 1H), 7. 14 (d, J=9. 2Hz, 2H), 7. 37 (s, 1 
H) , 7. 4 7 (d, J =9. 2 Hz, 2 H) , 7. 55 (s, 1 H) , 

8. 5 3 (s, 1H), 8. 58 (brs, 1 H) 
mmfttirm (FD-MS. m/z) : 3 9 6 (M + ) 
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mmm 1 5 8 

N — {4- [ (6, 7-'^h^-4-4/ l J^) ±±±1 Z-Ej=Jkl ~ 
(4-tert -y^-Jly K (2 1 3) 

6, 7-^^h + v/-4- (4-7^7i; + -» +7'J> (54m g) i 
0i D a n 04 - t e r t - yf ;l/$ISl (1 0 2mg) £N, N - >J* ^Jlfrjl 
AT^ K (3ml) iz®mttz'&^ l-^jl-3- (3' -yy^T^T 1 
nt°;U) £;U;K-;M; K^BHg (106mg) WLWklz T 6 8#fU!flt££ L fz 

§£»J5 1 £^©^K<fcoT*lfS!»U &m<Dit&®%:2 9mg. iK^ 

3 5 %-emz 0 

1 H-NMR(CDC1 3 , 90 MHz) .6 1. 36 (s, 9H), 
4. 05 (s, 3H), 4. 08 (s, 3H) , 6. 48 (d, J=5. 3Hz, 
1H), 7. 1~8. 1 (m, 11H), 8. 49 (d. J=5. 3Hz, 1 H) 

KMftVtm (FD-MS, m/z) : 4 56 (M + ) 

mmm 159 

N — {4- [(6, 7-^h^^-4-t;'J^) y^-Jl} -N 

H£f2kz (4 - t -7^)17 i]Jltf±VJ. K (15 6) 

IfeSfeWl 5 8T»£>*irt:N- {4- [(6, 7 - >>y h 4- 4 -*J U ;b) 
7xzjH - (4- t -7"f^7x^) ^Jl/^-tf"^ K (lOOmg) 
N-i?^f^A7; K (3ml) {wJgJB LrtiSU 7&mt± h V v 1* 
(lOmg) fcflD*^ OVizXl^mmWLfz^ a*?fc**A, (3 1mg) £• 

m $ b> 3 l n*s^j sit mojtfft:: <t o r*f »! u mmmt 

^48mg, JR^4 6%-e^r^o 

^ H — NMR (CDClg, 90 MHz) : 51. 28 (s, 9 H) , 
3. 54 (s, 3H) , 4. 04 (s, 3 H) , 4. 05 (s, 3 H) , 
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6. 3 2 (d, J =5. 3 Hz, 1 H) , 7. 0~7. 3 (m, 8 H) , 

7. 42 (s, 1H), 7. 50 (s, 1 H) . 8. 47 (d, J=5. 3Hz, 
1H) 

Km&Vm (FD-MS, m/z) : 4 7 0 (M + ) 

HJg^J 16 0 

N — (4- t -7*)\,y - {4- [ (6, 

UJU) 2 f^k> ^!kjj!±jj K (15 5) 

4- (6, 7-^h*->-4- + ;'JA) t+^III (5 4mg) trp 
ISdd©4- t e r t -:/f-;l>T— V > (10 2mg) £N, N - & jt 
7^ K (3ml) K16»Lti1iL> l-xf;l,-3- (3' -^^7;^d 
b°;b) jWM^ZMS Kjfflfttt (10 6mg) SrflniU M&ICT6NrlHffll#L*:SU 
^»J5 1 £^«©»ffcK«fcoT»a!U gi0ft^2 9mg, JR*3 5 96 

1 H-NMR (CDClg. 90MHz) :61. 34 (s, 9 H) , 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 57 (d, J=5. 3Hz, 
1H), 7. 2~8. 1 (m, 11H), 8. 55 (d. J=5. 3Hz, 1 H) 

nmfttirm (FD-MS, m/z) : 4 5 6 (M + ) 

mmm 1 6 1 (##w 

2- (6, 7->M h^->-4-*V UjlQ -2- (4-^o ; &7x- JlQ T 

TfTIS© 4 -yn*7z- h— h <J^U (4. 3 g) * hJlx.> (10ml) 
tw»JBU OTIKfiSES-Ttfrt:^ TK^b^-hU^A (1. 0 g) ^M5 0t 
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(2. 2g) 5mmism'&. 7k&&gwtm^)it:miiiLtzo mymm 
7-h'j-7At^#^ mmz&jkL, nm^^yxwm^Ji (2/1) t- 
mm-f bis vt>>f)ii] ^2*5 u-? h??74 -izxiommu mmoit^^ 

8 5 Omg. iRs£2 2%^mtz 0 
1 H-NMR (CDClg, 9 0MHz) : 6 3. 6 6 (s, 3 H) , 

3. 80 (s, 3H), 5. 40 (s, 1 H) , 6. 74 (s, 1 H) , 6. 9 
~7. 4 (m, 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

nmftmm (FD-MS, m/z) : 38 2 (M + ) , 3 8 4 (M + +2) 

m&m 162 

6, 7->^h^v-4- U-T/o^^-JMf-JtQ ^7 'J > 
^WJl 6 l-e^t»n/c2- (6, 7-v^ h*->-4-*/ 'JJb) - 2- 
(4-^n^^i^^) T-tr h- h 'J ^ (8 5 Omg) £6 0 (5 

*U Sl^^nD^W^/-^ (1 0 0/1) X-m&tf-ZisV JiYJlJ] 
h^:7^ -KcfctJJfifgiU S^©^^2 6 Omg. JK^3 3% 

1 H-NMR (CDClg, 90MHz) : 5 3. 90 (s, 3H), 

4. 02 (s, 3H), 4. 3 1 (s, 2H) , 6. 9~7. 5 (m, 7 H) , 
8. 6 3 (d, J =4. 4H z, 1 H) 

li^tlrl (FD-MS, m/z) : 3 5 7 (M + ) . 3 5 9 (M + + 2) 
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mmmi 6 3 c&mw) 
TJi^y&mmrF, mmmi 6 2^^>ti^6, 7-v>vh*->-4- u- 

7nt7x^Mf^) +;>J> (2 5 Omg) *t F7tFn77> (4ml) 
{ct§#?L- 7 8r£T7££|]L7rgL 2. 5 M© n - U A^lf 
(0. 3m 1) «r«rrLm*PJ«^Lfco fh7t Ko77> (lml) 

L fctttfk h'J-n- y f-;UxX^MT U - 7 8 °CTf 2 B#rSffii& L tK 

m.^^ y/im.^^ (3/1) y 'J 7 A ^ o v h ^7 

1 H-NMR (CDClg, 90 MHz) : 50. 7~1. 6 (m, 27 H), 
3. 88 (s, 3H) , 4. 02 (s, 3H) , 4. 34 (s, 2 H) , 7. 0 
~7. 5 (m, 7H) , 8. 63 (d, J=4. 6Hz, 1 H) 

H»J 16 4 

{4- [(6, 7-^h^->-4-^'J^) yfiH 7x-M (4-t 
^_;u) (16 2) 

HWJ1 6 2T~*§£>*l*r6, 7-^h*->-4- (4-h'J-n-yf;l,7 
^-t7x^Mf;b) *y U > (8 2mg) . Tf5iS©4 - t - :?'^;^'<>y.^' 
;^? □ U K (3 1mg) feiO'lWII©^ (h'j7x-WX7>(» /n c 7^ 
(II) ?n'J K^no*U (3ml) JCigfPU SQ&SarF. 1 5«rM 
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1 H-NMR (CDClg, 90MHz) : 51. 36 (s, 9 H) , 
3. 91 (s, 3H), 4. 03 (s, 3 H) , 4. 45 (s, 2H), 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 
SlMt (FAB-MS, m/z) : 4 4 0 (M + +l) 

§1 Sfefll 16 5 

N- -N / - {4- [ (6, 1 - V / h ^ > - 4 - 

^Vl);b) 7^-4/} ^-^-^U7 (2 0 3) 

6, 7 -V/ (4-7;;7x;+-» +;>J> (lOOmg) 

*bJl^> (10ml) icftll&^L*:^ 4-^^o^ i -^ J rl/^-^-r V->7 
* - h (52mg) £Zinx.. 2 4 B^fyjtJDl&gSit L tz a mMZWlk U ? a 

n^^A/y (1 0 0/1) TJgPS-TS x U ^^rVl/^^A^o^ h ^ 

7 -i -iz&QmmU iSOM^3 2mg^ JK*2 1%-e^^ 0 

1 H-NMR (DMSO-dg , 500 MHz) : 53. 93 (s, 3H), 
3. 95 (s, 3H) , 6. 50 (d, J = 4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H) , 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 
1H), 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 

MMfttirW. (FAB— MS, m/z) :4 5 0 (M + +l) 

mmm 1 6 6 

1- (4-7^tn7^) - 2 - vT7 - 3 - {4- [ (6, h 
^y-4-^;'Jjl/) Hr*-^~\ 7 yyz-yy (2 0 4) 
?mm\ 6 5-e#t>tl/rN- (4-7Wn7x^) -N' - {4- [(6. 
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S?*>*n'\*S/Jl/*;l/iJ?5;>f 5 K (3 1mg) „ ttj|i©^v^n^l/xf;l/ 

y&mtt (10ml) jc«»Lfco ::i:thf (lmi) izmm 

Lfci/T^S K (16mg) L fc e 7§&£S*U 

?nowv^;-ji (loo/i) ■eMHj-i-'&v"; *m7^^D7 h 

1 H-NMR (CDC 1 g , 90MHz) : 54. 03 (s, 3H), 
4. 05 (s, 3H) , 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m, 10H) , 8. 52 (d, J = 5. 3Hz, 1 H) 
StS^tFHi (FD-MS, m/z) : 4 5 7 (M + ) 

mkM 16 7 

N- (2-^;b^-o^^-;U) -N' - {4- [ (6. h^->-4- 
D;U) a-^j/] y^-M UT (2 0 5) 

6, l-'JM b**s-4- (4-7;;7x7+y) +;'J> (1 0 Omg) 
*h^x> (10ml) icinHWSftPLfcgU 2-7Wd7x-W^V>>7 
*-h (0. 0 5ml) 24B*BSBD««i«Lfco «0K*«*U g|*g£ 

^Dom/^y-^ (loo/i) -es§a-r**>'j *W5A^D7 h 

1 H-NMR (CDCL, 90MHz) : 54. 03 (s, 3H), 
4. 05 (s, 3H) . 6. 53 (d, J = 5. 3Hz. 1 H) , 7. 1~ 

8. 0 (m, 10H), 8. 53 (d, J=5. 1Hz, 1 H) 
SIMtt(FAB-MS, m/z) :4 5 0 (M + +l) 
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1- (2-7;l/^Q7x-Jl/) -2-i/TJ-Z- (4- [ (6, 1- ! J/ Y 
*cis- A-*J V )V) ±±U1 y^-M ?'T-v>> (2 0 6) 

fUfcflll 6 7-C»£ftrt:N- (.2-yJl^uy i^-Jb) -N' - {4- [(6, 
7->7h + v/-4-+; i JA) *4-*>] 7x^} ^tfl/T (42mg), 
5?S/*o'S*$/;l/a;U#5M ^ K (3 7mg) % J&i&fi© : J4 Vfu 
T i >£MkU-u> (10ml) izfflRLtio ::cthf (1ml) \zmm 
LtzlsT+i K (2 0mg) ^jD^lfit-WLfco im&W&U 
JnoUA/^;-^ (100/1) -eM^ai-'S v»J W*7A^D7 h 
r 5 7 -f - J: »9 MSI U mm<D4t&&l$: 4 1 m g N TO 9 9 %T'^fc c 
H — NMR (CDClg, 90 MHz) : 54. 04 (s, 3H), 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H) , 8. 47 (d, J=5. 3Hz, 1 H) 

WMftVrm (FD-MS, m/z) : 45 7 (M + ) 

H»] 16 9 

N — (2-^ Y*i/y -N' - {4- [ (6, h^->-4 - 

y^-M *lrt7\sT (2 0 7) 
6, 7-^h + ->-4- (4-T^y ^*/ + '» (lOOrag) 
£hAoc> (10ml) KjtatfcjgaSLfcSU 2-^ h + v'7x-W-f7i/7 

*-h (o. 0 5mD 2 49zmmm&MLtzo ag?»*e*u mm* 

?un*jlA/* ? ;-Jl (1 0 0/1) ^gBr^^y ?WU*7^A?n-7 h 
^7 7-f-lc^t)»»U &.m<Z>ite:mZl 8mg. JK^5 0 9€-?^ o 
1 H-NMR (CDClg, 90MHz) :£3. 86 (s, 3 H) , 
4. 04 (s, 3H) , 4. 05 (s, 3 H) , 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9-8. 1 Cm, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
mmftVim. (FAB-MS, m/z) : 4 62 (M + +l) 

mmm 1 7 0 

N — (2 -y^U?^ ■=■;!/) -N' - {4- [ (6, h*->-4— 
yjJjU) ±±iS] 7*-M ft^b7 (2 0 9) 

6, 7 -it* h + *>-4- (4-7;;7x7 + y) + / D > (80mg) * 
h;Ujc> (10ml) KflDjfcJjfllLfcflU 2-yf^7x^ft^V>7^- 
h (0. 0 4ml) *Jn>U 2 4V$mamMmLtz 0 U ME**n 

a*;UA/y (10 0/1) -CKM"*-*5"J *W5A^n7 h 

-iCk^fttSiLx mm<Dik&VS&3 lmg> JR^2 6%T^ 0 

1 H-NMR (CDC 1 3 , 90MHz) :<52. 3 8 (s, 3H) , 
4. 03 (s, 3H) , 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H) , 7. 1~7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

K»##rtt (FD-MS, m/z) : 44 5 (M + ) 

mmm 1 7 1 

N — (3-yf^7x-^) -N' - {4- [ (6, l-V* 
J ijjl/) j^j±] ft^b7 (2 11) 

6, 7-y7h + ->-4- (4-7iy7 i ; + -» *7 'J > (8 lmg) £ 
h;U^> (10ml) fcflO*l*l¥Lrt:SL 3-^;l/7x^W-fVy7*- 
h (0. 0 4ml) £ft]JU 1 5#Rm*&SafcLfco U »it* * n 

□ (1 0 0/1) TlHt5'>'J *W7A^d 7 

7>r -tc«tt)«H!!U tI©M^6 6mg, iR^5 5%"e^ 0 

1 H-NMR(CDCU. 90MHz) : 52. 40 (s. 3 H) , 
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4. 03 (s, 3H) , 4. 05 (s, 3 H) , 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
WMftffim (FD-MS, m/z) : 4 4 5 (M + ) 

17 2 

1 ~ (j2-/^-)ly -2-V77 - 3- {4- [ (6, 7 - h4- 

■>-4-^;'J^) y^-M ^t~-J> (2 10) 

HWJ1 7 0~cnz>tltzN- (2-yf^7x-;b) -N' - {4- [(6, 
7-i?n + ^-4-+y'J^) (24mg), 
y->^DA,+ y;^^^>f; K (4 5mg) . HiilfflvM vyDt^xf;l, 
7; >%mk* (7ml) (r^LfCo CCtcTHF (1ml) ir^flfL 

fcvTt^ K (2 8mg) ^D^&T-Hfefll^ L fc e 7^£®*U 
od*j1/A/>^;-;1, (10 0/1) -eJg$N-£ v U ii>f )\,ii=7 o v 
77^ -fcJ^ffigJU glOjt^l8mg, iR^7 6%T#7t 0 

1 H-NMR (CDC l g , 500 MHz) : 52. 36 (s, 3H), 
4. 03 (s, 3H) , 4. 04 (s, 3 H) , 6. 46 (d, J=5. 5Hz, 
1H), 7. 30-7. 4 5 (m, 9 H) , 7. 50 (s, 1H), 8. 49 
(d, J=4. 9Hz, 1H) 

ft7>ffffi (FD-MS, m/z) : 4 5 3 (M + ) 

mmm 173 

1 - (3-/*)l7 - 2-->T7-3- {4- [ (6, 

U;U) 3MrS/] >?>T-i?> (2 1 2) 

H»J1 7 1T1§£>*i/cN- (3-^ ^;L-^i— ;U) — N' - {4- [(6, 
1-*J* h + y-4- + ;'J^) 7x-;b} ft^UT (1 8mg) , 
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i?i/9u*s*i/j\,ijj\,tii?>( K (3 5mg) ^ m$M.(DV4 V?u\£)\,3-=f-)l 
r I >&mt* (6ml) i~i%MLtz 0 ;:i;thf (lmi) Kffl&L 
fzvT±l K ( 2 3 m g ) ^flO^ST— L fc 0 L . miM& 5 

odwv^;-^ (i o o/i) -eJg^t-* i/y^^b^^A^ 

57^ -(CckOWSSiL. SBCfb^tel 9mg. iR*9 5%T^rt 0 

X H-NMR (CDCl g , 500 MHz) : 6 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) . 6. 48 (d, J=5. 5Hz, 
1H), 7. 10-7. 4 5 (m, 9 H) , 7. 51 (s, 1H), 8. 48 
(d, J=5. 5Hz, 1H) 

I1^I(FD-MS, m/z) : 4 5 3 (M + ) 

mmm 174 

HSfe#J2 2-e^/c4- h U 1 -y h + y^f ;b7x7-^ 

(1. 3 g) ch rfTISS© 4 - (h 'J7May b + i/) 'OV'OU ^nuO 
y-fi^D'J K (6 7 4mg) £?no*;l/A (5ml) (c?§A?U rfilSS© t: 
X (h ij7i^MX7^ » (I I) ?D'J K (8mg) ^AtU 

lBfeSMLfCo Rj£i££^£ll»J2 3<b|l|1i©75-&-e^@-r5*^J;<9li5x. 

(2. 0 g) ^fh7hFo77> (4ml) {^8¥£iir> 7k (5ml) i6N 
m&*m%L (15ml) 8 B#^3§M L /Co ^*ES£r»7k i7nn^ 

A-e55-iB L> ^ n a ^ ;b A® v"7A 7?^^ Mff T?&J&@i£ L T 

- jc ^ v) mm. u mmmtGimz 2. 1 g 

M^tlfffi (FD-MS, m/z) : 2 8 2 (M + ) 
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mmm 1 7 5 

(4-h'J7Jl/ton4->7x-A>) {4- [ (6, 7-^'/- h4^>-4- 

*y u;u) *±>j *7 j. — ;u} y > (2 8 4) 

HJfeMl 1 7T^7t4-t Ka*'>7*i^ 3 - h U 7WDt+'>7i- 
;U 7"h> (581mg) trf5|gS0 4 i 7 t°U (2 7 7mg) 

S/ U > (20ml) ^A*U TJUzf >^^T1S™^ L tz 0 1 4 - 

?nn-6, 7-^^ h + ->*;'J> (4 6 0mg) *JD^ 2 4B#p H ^D^g^ 

h/77>f -{Cctt)*»M^ Mt-^ao^wbA/S^iftjL^I/ (5/1) T 

4 7 Omg. i&^4 

1 H-NMR (CDC 1 3 , 500 MHz) :<54. 03 (s, 3H), 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d, 
J=8. 5Hz, 2H) , 7. 35 (d, J=8. 7Hz, 2 H) , 7. 46 

(s, 1H), 7. 47 (s, 1H), 7. 89 (d, J=8. 5Hz, 2 H) , 
7. 92 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 5Hz, 1 H) 

li^KFD-MS, m/z) : 4 6 9 (M + ) 

Ul»J 17 6 

4-^h4->7x-;b 4-3-H'7x-;l/ h > (#gHgj) 
mi5 n a nffl- ho^> (1 0ml) 4\ rfTRffiOT-V--»l/ (1. 0 8 g) t 
TfJBSffi© 4 - 3 - K>y^;^ o U K (2. 6 7 g) irUBgiS©^ -y^^h^ 
A (I I I) h'j7;l/tn^>X^*^-h (6 2 0mg) Srj&D;^ 6 O^Cfc 
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2 2mg. iK3*2 i%~emtz 0 

mmfttirm (FD-MS, m/z) : 3 3 8 (M + ) 
ISSfcfll 17 7 

4-bKn^->7x-;b 4-3-K-7^ — ;l t h > 

(722m g) £v^cmp< ^ > (2 0ml) l'^#PU Wl. 0M*'n> 
h'jyD; F'-y?DD^>M (9ml) ZtiU^ m^mwLtz 0 imt 

It&HllZ 3 8 0 m g. 1K^5 5 %T-Hfco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <56. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

KftfttFfffi (FAB-MS, m/z) : 3 2 5 (M + +l) 
H«J 1 7 8 

{4- [ (6, 7 -vM h*is-4 -*J !M0 **v0 -7^_;U} (4-3 
- K7^— ;U) (2 8 5) 

TJln'ymMT, HSfli^Jl 2 0T»fc4 - t Ko+->7x-;l/ 4 _ 3 _ K7 
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>r h> (3 8 Omg) t 4 - s J ^)IT I J t° 'J «?> (1 5 8mg) £• 
*isVy (11ml) ^Ati^WL/: 0 2W4-^dd-6, 7- 
^ h + WJ>(2 6 2mg) £fln;U 1 9fc2nMSdK L fc 0 

mi*!***-*- h u * ^mmt ? □d*^^!^ * n n *jij*m&M7jm 
y??^ -iz£iomw&:, ^^uu^^A/wm^^ (5/n -ejggg-r* 

«|i/iJ*WD7h/7 7^H:«kt)««U SJi0^a^4 5 9mg, 
iRig 7 7 %T-mzo 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 03 (s, 3 H) , 
4. 0 7 (s, 3H) . 6. 6 6 (d, J =4. 9 Hz, 1H), 7. 27 (d, 
J = 7. 6Hz, 2H) , 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 54 (d, J=8. 6Hz, 2H) , 7. 88 (d, J = 7. 9Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

Il»*fi (FD-MS. m/z) : 511 (M + ) 

mmm 1 7 9 

4-n^->7x-;l/ 4 -yo ; &7xzi frh>(#%ffll) 
rUBRSO— hP^^> (10ml) mH5n D n ©T^- V -)l (1. 0 8 g) t 
~ftW.°a<P>4 -yo^>^;l/^ a U K (2. 2 0 g) irUIn D a O^ -yrJH:^ 
A (I I I ) h ij ^ h (6 2 Omg) £:J!jn;U 6 0°Cf- 
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1 . 6 5 g . iR* 5 7 %-Z>ntz 0 
1 H-NMR (CDC 1 3 , 500MHz) :<53. 89 (s, 3H), 6. 
97 (d, J=8. 6Hz, 2H), 7. 62 (d, J=l. 8Hz, 2 H) , 

7. 62 (d, J=l. 8Hz, 2H) , 7. 80 (d, J=9. 2Hz, 2 H) 
Ii7}tffffi(FD-MS, m/z) : 2 9 0 (M + ) , 2 9 2 (M + + 2) 

msm i8o 

4-bKat->7x-A/ ;b h > (##ffil) 

(1. 65g) *^?dd>^> (2 0ml) l:g»U 0M**cr> 
h 'J 7o ~ Y-Vtxsv* *>mtL (2 3ml) £2)0 MS^fltf^Lfco life 

CCHt&to* 1 . 3 4 g . JRi£ 8 5 % tf^fco 

1 H-NMR(DMSO-d 6 , 500 MHz) : 5 6. 90 (d, J = 

8. 5Hz, 2H) , 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 

(b r s, 1H) 

HmftVtm (FD-MS, m/z) : 2 7 6 (M + ) ,2 7 8 (M + + 2) 

mmm isi 

{4- [ (6, 7-^F^y-4-^;'J^) ^->] 7x-;b} (4-^ 
n^7x-;l.) y^y> (2 8 6) 
T;U=f>5vgKT. H»ffH2 3"P»fc4-tKn + '>7i-;|, 4-7d^7 
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^h>(l. 182g) i4-^^Wi;t°'Ji>'> (5 7 3mg) 
**S/U> (3 7ml) cfi'NAmi£+»L/:o 3 0M4-^on-6, 7 
-v^ h4^>*y"J > (9 5 4mg) £Sn;L> ltMlilLf: 0 KJC«£4fr£ 
t&SlKitTk*-*- h 'J O ATkiStti * DD*;l,At», ? o n*;UA®£&7k 
^-^^v'i'AT-^LfCo ^ffT^S*^t>tl/cH^. ^nn*M 

{ciOfjf^U ^jeoYb^^l. 5 7 4 g, W7 9%Tl#/c 0 

1 H-NMR (CDC 1 3 . 500 MH 2) : 54. 05 (s, 3H), 
4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz. 1 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 46 (s, 1H), 7. 47 (s, 1 H) , 
7. 65 (d, J=7. 9Hz, 2 H) , 7. 70 (d, J=8. 5Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

li^fffl (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 

18 2 

{4- [ (6, 7-^h^y-4-t;'j^) t^y] 7x-;b) [4- 
(N-^^l-b'^^V) 7x-;l.] (2 8 7) 

T;U=f>SUn^ I5WJ1 2 3-Cl#7 v c4-t Fo + y?!^ 4-^n^7 
>r h > (2 3 2m g) £• b;Ux> (5m 1 ) 4^A*U jEfCrffBSScDN 
-^;Hf<^>>> (61rag) N 7-h'J^A t -7*F + yK (6 7mg) N 
( h ij7x-;^X7^ » y<^ v?#A (I I) yoiJK (7mg) ^jfjn*. 
100t+l 7 L/c G Kfcm&®l&t&ft^t+ h U *A7k*§&<!: 
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EETiS»®*»»&ft*:giS*. ^na*W^;-^ (10/1) T'Jggfl 
t^ilv >J pv -tcfcSfitgiU &me>it'&m&5 3mg. 

1 H-NMR(CDC1 3 , 500 MHz) : 52. 3 7 (s, 3 H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J=5. 5Hz, 4H) 
, 4. 04 (s, 3H). 4. 06 (s, 3 H) , 6. 63 (d. J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2 H) , 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1H), 7. 51 (s, 1H), 7. 81 

(d, J = 8. 5Hz, 2H) , 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 56 (d, J=4. 9Hz, 1 H) 

KmftVrm (FD-MS, m/z) : 4 8 3 CM + ) 

mmm 1 8 3 

{4- [ (6, 7-'^h^->-4-^'J^) 7x-;H lA-^e 

Jl*V J 7 t^jy (2 8 8) 

TJld-ymMT. HffifJ 1 2 3Tifc 4 - t Kp + ->7 x-^ 4-7d^7 
sl—JI Jrh> (2 3 2mg) & bJl<3-> (5ml) ^Aft> M^miS^©^ 
;M*U > (52mg) , T-h'J^A t -7b3-'s K (6 7mg) x tfx (h U 
7xz;^x7^ >) a'7-;7A (I I) 7P!J K (7mg) *Mx.tz'&^ 

i o o °c* i mm ttz Q R^m^^mumtrh b n t> umwit. z onw 
*st»e»nfcai**> ^Do*M/iixw (5/i) tsMt5ii'>u 

1 H-NMR(CDC1 0 , 500 MHz) : 53. 34 (t, J=4. 9H 
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z. 4H) , 3. 88 (t, J=4. 9Hz, 4 H) , 4. 04 (s, 3H), 

4. 07 (s, 3H), 6. 64 (d, J = 5. 5Hz, 1 H) , 6. 92 (d, 

J = 9. 2Hz, 2H), 7. 26 (d, J=7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H) , 7. 87 (d, J=8. 5Hz, 2 H) , 

8. 56 (d, J=5. 5Hz, 1 H) , 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

mmftffim (fd-ms, m/z) : 470 (m + ) 

H«J 18 4 

{4- [ (6, 7->>V h^v-4-^y 'J ^-^y/] 7^-;U} [4-fc° 
D'J^y7xj:;b3 y^y> (2 8 9) 
T^=/>SISETn ^»J1 2 3T»fc4-t Kn+5/7xiA 4-7"n^7 
h > (2 32mg) £■ h;l/jn> (5ml) ^Atl. Mi'mB^S© b° 
o U v> (4 3mg) , th'j7i, t -y h*-> K (6 7mg) „ t'X (h U 
7x-MX7>f » a»7^7A (II) 7D>JK(7mg) &tiQZ.tz'&^ 1 0 

ot+i mm l /-co KiSiB^»*iaft*<k^ h u atk^^ ? o □ 
»6tifc»*^ ?o a *^A/i^ixf^ (5/i) -ejgM-r^Mvu^y 

D7h^7^ -i-±t)fflSiU &m<Dik&m*4 5mg, JK^2 0%T1# 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2, 0 5-2. 0 8 (m, 4 
H) , 3. 38-3. 41 (m, 4 H) , 4. 04 (s, 3H), 4. 06 (s, 
3H) , 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. 9H 
z, 1H), 7. 24 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J=9. 2Hz, 2H) , 7. 84 (d, 
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J=8. 5Hz, 2H), 8. 55 (d. 3 = 4. 9Hz. 1 H) 

nm^mm cfd-ms. m/z) : 454 cm + ) 
mmm 1 8 5 

{4- [(6, 7-v7h^y-4-^;'J^) ^^->] 7x_;l) [4-b° 
^'J-^7 7x-;H y^7> (2 9 0) 

TJU=/>m«ET. HiW 1 2 3 4 - t Kd + ->7 x-;U 4-7*nt7 
>r h > (2 3 2mg) %bJl*-y (5ml) 4>^A*U MtcmBSSO t° 
^'Jv> (5 lmg) x ^-h'J^A t-7'F + yK (6 7mg) N t'X ( h U 
7x-MX7>(» /^S^A (I I) 70iJ K (7mg) *K[\7ltz'&^ 

i o o i mm& ttzo m.mm^^mumtrh hj ^mmt ? n a * ,u 

*^#t>tl^^. 7 nn*;bA/ilixf^ (5/1) T'SKN- £ U 
*^7uvhr7 7^-Ci;!)»^U gi©{t^7 5mg N JR^3 2% 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 51. 68 (brs, 6 H) , 
3. 3 8-3. 3 9 (m, 4 H) , 4. 04 (s, 3 H) , 4. 06 (s, 3 H) 
, 6. 63 (d, J=4. 9Hz, 1H) , 6. 89 (d, J=8. 6Hz, 
2H) , 7. 25 (d, J = 8. 5Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H) , 7. 80 (d, J=9. 2Hz, 2 H) . 7. 86 (d, 
J=8. 6Hz, 2H), 8. 56 (d, J=4. 9Hz, 1 H) 

It^I (FD-MS, m/z) : 4 6 8 (M + ) 
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mmm 1 8 6 

N- (2-^ h*is-4- b"7^-;U) -N' - {4- [ (6, 
■>-4-^y'J;U) jhfrvj ->U7 (2 2 2) 

6, 7-v>j< h + i/-4- (4-7;;7x7 + -» +7'J> (5 2mg) £ 
h;l-x> (5ml) i:ISU h'Jxfy|/7i> (1ml) ^Mfc^ h'j7 
(5 2mg) 2 ftffiliaMMm L /Co SJC»[Jw2-y h + v-4 

-l:"7x-^7; > (1 0 3mg) 1 3 ^PaTO&igftE L KJ&ttKfiS 

a*^A/T-fe h > (10/1) ■efiSlt5>"^W7Ai'nvh^77>f 
-fc«k!3«ttl!U ^H©Yb^I*8 9mg. i(S($98^||fco 

1 H-NMR (CDC 1 g, 500 MHz) : 6 3. 67 (s, 3H), 
4. 00 (s, 3H), 4. 04 (s, 3 H) , 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J=8. 5Hz, 1 H) , 7. 10 (d, J=8. 6H 
z, 2H) , 7. 21-7. 37 (m, 4 H) , 7. 43 (s, 1H), 
7. 5 3-7. 5 9 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
, 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d. 3=2. 4Hz, 
1H) 

IIMi (FD-MS, m/z) : 521 (M + ) 
l^fefj 18 7 

N- (2, 6--^-<V7 0 obVb7x-;l/) -N' - {4- [ (6, 7 - f J * h 
^v-4-^y !MQ *±ij] 7*—M 7U7 (2 2 3) 

6, h*->-4 - (4-7U7 i ; + -» ^;>J > (5 4mg) £ 

bJlx-> (5m 1 ) l£»SIU h $ > ( 1 m 1 ) &tiax.iz&^ h >) 7 
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* x Y y (53mg) &flp;U 8 &WMM§m. L fc e Rl&ttK 2 , 6-->MV/ 
dW7-'J> (0. 05ml) 1 5 #IHJn*bMK L fco S^^KK 

*)ii*/T*Yy (10/1) ■vmmi-^>^ , )^YJi^^J,^a-7 vr^y* - 

! H-NMR (CDC 1 3 , 500 MHz) : 6 1. 26 (m, 12 H) . 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3 H) , 4. 04 (s, 3 H) . 
6. 09 (brs, 1H), 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H), 7. 29-7. 40 (m, 5H) , 7. 53 (s, 1H) , 8. 46 
(d, J=4. 9Hz, 1H) 

W*^tlffil (FD-MS, m/z) : 4 9 9 (M + ) 

mmm 1 8 8 

N — (2-^nn-4--hQ7x-;^) -N' - {4- [ (6, 1 --J/ h 
^->-4-^yj;l/) gjrvj y^-M Vl^T (2 2 4) 

6, 7-vM (4-7i;7xy + y) +7U> (104m g) 

(10ml) {Cjn^*?L/c^ 2-^od-4--Fd7x^K 
v>7^ - h (15 Omg) £fln;U 1 0^fBIJn^il«ELfeo tfribLT^fcteS 
4»JRL, h ;l/x > Tj^f 5 C i I: J: 0 ii©ft^rtl^ 1 7 2 m g , TO 

i o o%-?mtzo 

1 H-NMR (DMSO-d g, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 51 (s. 1 H) , 7. 
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62 (d, J = 8. 6Hz, 2H) , 8. 23 (m, 1 H) , 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m, 1 H) , 
8. 84 (brs, 1H) , 9. 85 (brs, 1H) 
liMi(FD-MS, m/z) : 4 9 4 (M + ) , 4 9 6 (M + + 2) 

mmm 1 8 9 

N- (3-?oo-2-y Y*i/7*—)V) -N' - {A- [ (6, 
h4->>-4-^y UAQ 7^-^} ^1^7 (2 2 5) 

6, 7-i>y h*->-4- (4-7;y7x7^y) +7'J> (58mg) & 
hJlx-> (5ml) izUQMt&MLtz&L^ 3-?uu-2-t h*->7xiMv 
•>T*-h (0. 1ml) £Jn;U 2 2^3!)DijllL/: 0 aS^^nn^A 
/7th> (1 0/1) T-mmi- 2> ^ V *YJl>* ? <t»? b 75 7 < 

wmu mm<D{t&m&7 5m g , ir^8 0%-c-mti o 

H — N MR (CDC 1 g , 500 MHz) : <5 3. 73 (s, 3H), 
4. 02 (s, 3H), 4. 05 (s, 3 H) , 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2 H) , 7. 15 (d, J=8. 5Hz, 
2H) , 7. 43 (s, 1 H) , 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2 H) 
, 8. 50 (d, J=5. 5Hz, 1 H) 
JUKMfftt (FD-MS, m/z) : 4 7 9 (M + ) , 4 8 1 (M + + 2) 

HWJ 19 0 

N — (2-yon-6-yf;b7x-;b) -N y - {4- [ (6, 7-vM h 
4^>-4-*7 ij;u) jhfrvp 7x-;b} 7U7 (2 2 6) 

6, 7-^^h + ->-4- (4-7;;7x7 + '» U > (5 2mg) £ 
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h;Ui> (5ml) KflDJKlftJBLfclftx 2-?nD-6-yf ^7x^KV-> 
T*-h (0. lml)*fla;U 1 7#KHn*MKftLfco WttiLT^fc*SS*» 
IfcU h ^i>T-ftilt * C i i: J: 0 Sfi«D^* 6 1 mg. iRsp7 4 9ra§ 

1 H-NMR (DM S O — d g , 500 MHz) : 6 2. 2 8 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s. 3 H) , 6. 43 (d, J=4. 9Hz, 
1H), 7. 18 (d, J=9. 2Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 1 H) 
, 9. 0 3 (s, 1 H) 

ItMi (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + +2) 

mmm i 9 i 

N- (3 aq-6 ;b) -N' - {4- [ (6, 7-v>V 

ht->-4-^;'J^) 7x-M ^1^7 (22 7) 

6, 7 - v>V H + (4-7;;7x7 + '» +7'J> (5 2mg) £ 

h;bi> (5ml) {zmmmMLtz^ 3-^DD-6-n*->7x-WV 
y7^-h (1 1 lmg) £flD;U 2 955-F»^SML/Co ^aE£?un*;UA 
/T-fe h> (1 0/1) -eJg§a-^«>"J/7y^*^A^o^ h^7>r -{C«k«9 
liO{t^8 4mg, JR^l 0 0%-e^/Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 60 (s, 3 H) , 
3. 99 (s, 3H), 4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 
1H) , 6. 69 (d, J = 8. 5Hz, 1 H) , 6. 90 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 53 (d, 
J=8. 5Hz, 2H) , 7. 58 (s, 1 H) , 7. 82 (s, 1H), 
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8. 32 (m, 1H) , 8. 48 (d, J = 5. 5Hz, 1 H) , 8. 52 (s, 
1H) 

liMI (FD-MS, m/z) : 4 7 9 (M + ) , 48 1 (M + + 2) 

mmm 192 

N — (4-^oa-3--ha7x-;l/) -N' - {4- [ C6, 7-->'y h 
^v-4-^y'J;U) yj-^-y] 7*-M -7U7 (2 2 8) 

6, 7->>V h^v-4- (4-7^7x7^y) ^/'J> (52mg) & 
bJl^y (5ml) IzljummffiLtz'^ 4-^ao-3--hD7x^;K7y 
7^-h (2 2 4mg) £jfJD;i. 8 ftmimmMffi L fc e #rttj LT^^i5-IlJ 
U h >Tr'^fe^^ - t iz J; <9 ^jg©^^ 1 2 5 m g N 7 5 %T*^ 

1 H-NMR (DMS O - d g , 500MHz) : 53. 93 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 21 (d, 
J=8. 5Hz, 2H), 7. 38 (s, 1H), 7. 51 (s, 1H), 
7. 60 (d, J=8. 5Hz, 2 H) , 7. 65 (s, 1H), 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d, J =4. 9 Hz, 1H), 

9. 0 1 (s. 1 H) , 9. 2 7 (s, 1 H) 

MmftVrm. (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 

mmm 193 

N- (2, 4-^po7x^) -1ST - {4- [ (6, 7 - h4^>- 
4-^7 U;U) frPT(2 2 9) 

6, 7—>V h*>-4- (4-7;;7x; + ~» +>"J > (5 3mg) £ 
(5ml) {^D^ISL/c^ 2, 4-^oD7x^Mvm- 
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h di5mg) *im?L, 2 oftmmmmMLtzo wajL-c*fcttii*jawKu 

1 H-NMR(DMSO-d 6 , 500MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) . 7. 22 (d, 
J=8. 6Hz, 2H) , 7. 39 (s, 1 H) , 7. 40 (m, 1 H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz. 2H) , 7. 62 Cm, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1 H) , 9. 56 (s, 1 H) 

11M(FD-MS, m/z) : 4 8 3 (M + ) 

mmm 194 

N- (2, 6-^pn7x-Jb) -N' - {4- [ (6, 1 - 'J * h^->- 
4-^y»J;U) jHrvj 7x-M OVT (2 3 0) 

6, h^v/-4- (4-7^7x7*/) +;>J> (5 2mg) £ 

(5ml) \zWmf&Ltz&, 2, 6-^nn7x-Mvyn- 
h (12 5mg) SrflD^U 1 2^RajP*Wi«EL^o tfr til L T # fc»B*iM? U 
h ;l/X >-tr^-r £ C £ J; 9 mm<04k&to'£: 8 1 m g . JR* 9 6 %T^/c Q 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 94 (s, 3H) , 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (d d, 3=7. 9, 7. 9Hz, 1H) , 
7. 38 (s, 1H), 7. 51-7. 54 (m. 3 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1H) , 8. 45 (d, J=5. 5Hz, 
1 H) , 9. 0 9 (s, 1 H) 

HA£#HI (FD-MS, m/z) : 4 8 3 (M + ) 
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195 

N- {4- [(6, 7-v>V h4->-4-*7 !M0 :fr4^>] - 
N' - [1- (l-^-:7^;l0 fruy (2 3 1) 

6, 7-y7h^y-4- (4-7;77x; + y) +yj> (54m g) £ 
h;b^> (5ml) i^%/gJS?L*:^ 1- i\-±~7=f-)V) xf;KV->7^ 
-h (0. 0 5ml) *m?L^ 1 Q OftmiMWkMMLfZo ffi^on^W 
T-fe h > (10/1) t'SPitSy'J^^W^A^nY h^77^-{;j:f)i 
»!U mmoltet®)*: 6 5m g> JK^7 2%-Cl#7t 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 51. 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1 H) , 

7. 11 (d, J=9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7 H) , 7. 8 3 (m, 1H), 7. 9 4 (m, 1H) , 8. 1 
7 (m, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1 H) 

il^t (FD-MS, m/z) : 4 9 3 (M + ) 

mmm 1 9 6 

N- (2-xi--?=f-)\,1 ^-)V) -N' - {4- C (6, 7-^y h*is-4 
-*J'))V) :t*->] 7x-M -7 1/7 (2 3 2) 

6, 7-iM h^v-4- (4-7;;7x;ty) (119m g) 

?rF^x> (12ml) IMU MJxW;>(2. 4ml) ^ifct x 
M:?*7;>!f> (13 3mg) 2ftmiJDl&&mLtZo KJ&mz\2-n- 

7i-J\s7 j,-jIT i > (0. 1 3ml) 1 0 ftmimm&ffi L7r 0 RjStt 
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*Jnn*^/7th> (4/1) -T?mSfrtZ>^Vti>f)Vi]?I*>7u^ 
H -lz«kt)flltS!Lx 3m(Dik&mZ: 1 3 Omg, JR^6 9 %Tl#/c 0 

1 H-NMR(DMSO-dg, 500 MHz) : <5 0. 92 (t, J = 
7. 5Hz, 3H), 1. 3 2-1. 4 0 (m, 2 H) , 1. 50-1. 57 
(m, 2H), 2. 59 (t, J=8. 9Hz, 2 H) , 3. 93 (s. 3 H) , 
3. 94 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) , 6. 98- 

7. 0 2 (m, 1 H) , 7. 12-7. 17 (ra, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) , 7. 58 (s, 1H) , 7. 59 
(d, J=8. 5Hz, 2H) , 7. 71-7. 75 (m, 1H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

HS^tfftt (FD-MS, m/z) : 471 CM + ) 

mmm 197 

N — (3 -J. M^/ft^t/jf-r. ;IQ -N' - {4- [ (6, 7-vV h 
^->-4-^'J^) j^vj 7^ — M '2±LL (2 3 3) 

6, 7-v>y h + ~>-4- (4-7;77xy + -» +7'J> (131mg) 
£h;U^> (10ml) IcflnjKtigJB U MJxW;> (2ml) £Sn*.fcSU 
MJ 7 * xy > (213mg) 2 #P*«&&M L fz 0 W&miz 3-7; 

>3cIS»xfA/xxf^l/ (0. 1ml) Ztiaz.^ 7 ftJ&toMMWLLtZo Kfofc 

^□nUV7th> (10/1) -eSH§1-*'>U*^*7A^ovh^5 
^^r -(rJ:t)flU!lU Si®^4 2 1 4mg. JR^l 0 0«T?»fc fl 

1 H-NMR (CDC 1 3 , 500 MHz) : 51. 36 (t, J =7. 3H 
z, 3H) , 4. 02 (s, 3H). 4. 05 (s, 3 H) , 4. 36 (q, J 
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= 7. 3Hz, 2H) , 6. 45 (d, J =5. 5Hz, 1H) , 7. 13 (d, 
J=9. 2Hz, 2H) , 7. 3 8-7. 4 5 (m, 4 H) . 7. 48 (d, J 
= 9. 2Hz, 2H) , 7. 56 (s. 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J = 7. 9Hz, 1H) , 7. 90 (s, 1 H) , 
8. 4 8 (d, J =4. 9H z, 1 H) 
KM&Vfm (FD-MS, m/z) :4 8 7 (M + ) 

H»J 19 8 

N- (2, 3-y^QD7x-i) -N' - {4- [ (6, 7 --J* b*-is- 

lyur (2 3 4) 

6, 7-*J* h + ->-4- (4-7;;7x;*y) +7'J> (52mg) £ 
hJVJ^> (5ml) tataaftfSJBLrt:^ 2, 3-y?oo7xz;WVy7^- 
h ( 0 . 0 5ml) S-flD/U 2 0 ^HanH&BafE L *r 0 * D o * Jl> A/ 

T-fe h> (1 0/1) T?SS5t-*'>U*y^7A^ov h^77^ -{CcfcOfjf 
££U SlO{t^8 4mg, JR#1 0 0%-e^fco 

1 H-NMR (CDC 1 3 . 500 MHz) : 5 4. 00 (s, 3H) , 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H) , 7. 57 (s, 1H) , 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

SIMM (FD-MS, m/z) :4 8 3 (M + ) 
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mmm 199 

N- (2, 4-^an7i-;l/) -N' - {4- [ (6, 7 - VJ. 
4-*V'J^) :fr^*>] ^^->>b} frU-T (2 3 5) 

6, 7-vM h + i/-4- (4-7;;7x; + y) *7 U > (5 8mg) £ 
h;bi> (5ml) ic1mmmf&Ltz'&^ 2, 4 - v ? n n 7 x^;K V ->7^- 
h (9 3mg) ^D^.. 2 O^mMil^L^o RC^^* ? n a *;UA/7-fcr 
h> (10/1) TrS^-rS^U^^r^^^A^o-T h^77^ -laoinu 
*fi©^«!I*6 9mg. 7 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 47 (d, J =4. 9Hz, 1H), 6. 98 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2 H) , 
7. 25 (s, 1H), 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s, 1H) , 7. 52 (d, J = 8. 5Hz, 2 H) , 7. 56 (s, 
1H) , 8. 40 (d, J=2. 4Hz, 1 H) , 8. 50 (d, J=4. 9H 
z, 1H) 

MMfiffim (FD-MS, m/z) : 4 8 3 (M + ) 
2SJtefll2 0 0 

N — (3, 4-^no7x-^) -N' - {4- [ (6, 7 - *J * h*is- 
4-^yj;b) yj-^v/] y^—Jl} U7 (2 3 6) 

6, 7-5>* h + 2/-4- (4-7U7x;+y) +;>J> (51m g) £• 
h;bi> (5ml) IcSOfft^L*:^ 3, 4-^7nD7x-Hvm- 
h (10 2mg) £Jq;U 8^BgjP««»ELfc 0 tFftB LT tfcfell^aMJj U h 
;l^>^^5C£teJ:*)Xfi©ft^«B£7 lmg. JR¥8 4 967?»fc 0 

1 H-NMR (DMSO-dp, 500 MHz) : 53. 94 (s, 3 H) , 



WO 97/17329 



17 1 



PCT/JP96/03229 



3. 95 (s, 3H). 6. 44 (d, J=4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 5 0-7. 5 2 (m, 2 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 8. 92 (s, 
1 H) , 9. 00 (s, 1 H) 
mmfrVrm (FD-MS, m/z) : 4 8 3 (M + ) 

H»J 2 0 1 

N- (3, 5-^»nP7x-X/) -N , - {4- [ (6, 7 - v>V h^->- 
4-^7 1>;IQ gjj^] 7x£jj ^1/7 (2 3 7) 

6, 7-^^ h*is-4- (4-7^7x; + y) 4-7 U > (53m g) £■ 
Y)l3-y (5ml) fcj!in*&»a¥ L 3, 5-^^on7i-Wvm- 

h (7 6mg) £Jn*^ 8^IHWDjlft««ELfco #ftb LT#^ B B B ^U h;U 
C t \Z cb *) mmolt&VoZ 7 5 m g . IR^ 8 7 %T?»fc 0 
1 H-NMR (DMSO-dg, 5 0 0MHz) :6 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 9. 00 (brs, 1H), 9. 07 (brs, 1 H) 
BS##fffi (FD-MS, m/z) :4 8 3 (M + ) 
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mmm 202 

N- (4-?oo-2--ho7x^) -N T/ - {4- [ (6, 7-v?^ 
^i/-4-^y ijaQ a-*->] -7^-;U} (2 3 8) 

6, 7--^^ + ->-4- (4-7W7x7 + -» *y ■! > (123m g) 
£h;Loc> (12ml) izUQmmmLtz^ 4-?nn-2-^Fn7x_;W 
V->n- h (1 7 2mg) &1mz-, 1 4^Han3»iSflELfco tfriti LT t /c*§H 
SrSflfcU h^i>T^tS C il:J; i)gi©jfc^ 1 7 4mg, W8 5 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=7. 3Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2 H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H), 8. 35 (d, J = 9. 2Hz, 1H), 8. 46 
(d, J = 5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 
H»^tlTM (FD-MS, m/z) : 4 9 4 (M + ) , 4 96 (M + + 2) 

nmm 203 

N- (2-Ti J -4-^pa^x-Jl/) -N' - {4- [ (6, l-V* V 
^■>-4-^;'J^) ^-^v] 7x-;i/} -71/7 (2 3 9) 

N- (4-^oa-2--ho7xz.^) -N' - {4- [ (6, N 
^->-4- + 7 l J;W ?i-^r >] 7i^;U} 7 1^7 (1 5 8mg) ^^od^^a 
/y*y-;l>/7k (10ml/70ml/5ml) icfgJIPU ^Sfjg?^ h 'J * 
A (1. 0 1 g) 6 0°CfCT3 7^«^t7^o ?on*;UAT-2[Eftft 

fctiL^w«IS^tafa^7K-ei5fe^L. h y 7A«Lt c &jet 

^SI^S^U H**? nn*;l^/T-t? h > (10/1) TfJggi-r £ > U # y 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 5. 09 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 5 7 (m, 1 H) , 6. 7 8 (d, J =2. 4Hz, 1H), 

7. 17 (d, J=9. 2Hz, 2H) , 7. 34 (d. J = 8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H) , 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 8 9 (s, 1 H) 

H«J 2 0 4 

N- {4- [ (6, 7-vM h*is-4 -*J 'J AO ;fr^->3 - 
N' - (2 - t° U ->'>^;U^— ;b) »U7 (2 4 0) 

6, 7-i?/ h**>-4- (4-7? 7 7 x y + •» +7 U > (7 5mg) 
h;Ui> (7m 1 ) izmmmmL, h'JxW;> (1. 4ml) *1mx.tz'&^ 

h <) y * xr> (2 o i m g) i ftmmmmm i tz Q K^miz 2 - 1° y 
i>yt>)vx*-vi k (io2m g ) £jn*. % 3^r B m^«^L^ 0 Kfom^vtm. 

7km± b tf ^AtK^^D^ S^®?J-^>'UT : 2I5ia£tlL/c»ail^tS?D^7K 

^W7th> (10/1) -?Jg^5->U*7yVU#7A?n ^ h^5-7>f - 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 06 (s, 3H), 

4. 06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 

J=9. 2Hz, 2H) , 7. 43 (m, 1 H) , 7. 57 (s, 1H), 

7. 59 (m, 1H), 7. 71 (d, J = 9. 2Hz, 2 H) , 7. 97 (m, 
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1H) , 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 68 Cd, J=4. 9Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(brs, 1 H) 

nmftVrm (ED-MS. m/z) : 4 4 4 (M + ) 

mrnm 205 

N- (3-?oo-4, b*risyjL-jl) -N / - {4- [ (6, 7 

- : J* Y*r's- A-*J U;l/) ±±22 7x^M ^VT (2 4 1) 

6, 7-^h*->-4- (4-7U7x/ + y) +7'J> (5 4mg) £ 
bJl^y (5ml) IctnUftSfPL^^ 3-* no- 4, 6 - h^->7x^ 
;KV->7^-h (7 6mg) fcflQ;^ 1 8»i«lLfc fl Kl£3gfc£$'n 
nah^A/T-b h > (10/1) TSPit 5 i/'J * 7 A ^ o y h ^7 7 >f 

1 H-NMR(CDC1 3 , 500 MHz) : 53. 7 6 (s, 3H) , 
3. 87 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1H), 6. 49 (s, 1 H) , 7. 13 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1 H) , 7. 42 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2 H) , 7. 57 (s, 1H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz, 1 H) 

mmfttifm (FD-MS, m/z) : 5 0 9 (M + ) , 5 11 (M + + 2) 

$mm2 0 6 

N- (4-^pn-2-^f^7x-;l/) -N' - {4- [ (6, l-V* h 
*is- 4-^7 'J JU) *±jS\ 7x-Jb} 7 1/7 (2 4 2) 

6, 7-^ h*V-4- (4-7;;7xy+v/) *7 U > (55m g) £ 
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hAoi> (5ml) lz1mmmMLtz'&, 4-^DD-2-yf^7x^W7-> 
T^-h (90mg) ZUnz., 2 6 ftNttaMmM L tz a #f fcti L T § /c^a^ffltlK 
U h^>-e^f-^^<h{C«fcf9^®(D{t^^6 9mg. JR^8 0%l?^^ o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 2. 26 (s, 3H), 
3. 94 (s, 3H) . 3. 94 (s, 3 H) . 6. 44 (m, 1 H) , 
7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 51 (s, 1H), 7. 5 9 (d, J = 9. 2Hz, 2H), 7. 87 

(m, 1H) , 7. 99 (s, 1 H) , 8. 45 (m, 1 H) , 9. 15 (s, 
1H) 

HfirfrtfHI (FD-MS, m/z) : 4 6 3 (M + ) . 4 6 5 (M + + 2) 
H»J 2 0 7 

N- (2 ao- 3 -y -N / - {4- [ (6, 7-v^ h 

^->-4-^y >j;u) g^vp 7 (2 4 3) 

6, 7-^h*->-4- (4-7;y7x;^y) +7'J> (52m g) £ 
h;bjc> (5ml) l=jD*ft*»L^^ 2 - * a a - 3 -jf 1-)l7 ^— A, 4 V > 
7*-h (0. 2ml) £rfln>U 1 2^MJn3lftitd{EL^:o RJ6»«*^oaW 
A/r^h> (10/1) f IHt« •> U 7 A ^ a 7 h 7 -f -i: i 

^)fiSS!U %m<P>it€;*fo* 3 Orag, JK^3 7%T^^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 28 (s, 3 H) , 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d, J=4. 9Hz, 
1H), 7. 0 9~7. 15 (m, 4H), 7. 37 (s, 1H), 7. 39 
Cs, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) . 8. 44 (d. J=5. 5Hz, 
1H) 



WO 97/17329 



17 6 



PCT/JP96/03229 



mmftVrm (FD-MS, m/z) : 4 6 3 (M T ) , 4 6 5 (M T + 2) 

mmm 2 0 8 

N- (3-7;;-4-^on7x-^) -N' - {4- [ (6, 7~i>V h 
^^- 4 _^y. / ); l/ ) j-jrj/j (2 4 4) 

N- (4-?DD-3--hD7x^b) -N' - {4- [ (6, 7-i>V h 
+ y-4-4y , JJl') t+y] 7x^M 7 1^7 (lOOmg) ^^dd^a 
/^*y-;b/7k (5m 1/1 5ml /3ml) f^jgU M J A 
(3 5 8mg) £2J0;U 6 0°CfCT2 0 ? a a*)],^-? 

SE^SicU ajg£^oa*;UA/7-t? h> (10/1) "TrUUS"^ •£> ~s ] ) iif)^ 
ii^Ktu-? b?^7J -^ck^fifMU mm(D{t^^3 9mg. J{5M£4 1% 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 30 (brs, 1 H) , 6. 45 (d, J- 
5. 5Hz, 1H) , 6. 64 (m, 1H) , 7. 02 (m, 1 H) , 7. 06 
(d, J=8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 
7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 47 (d, J=4. 9Hz, 1 H) , 8. 56 (s, 1 H) , 
8.7 3 (s, 1 H) 
SiMI (FD-MS, m/z) :4 6 5 (M + + l) 



WO 97/17329 



17 7 



PCT/JP96/03229 



mmm 209 

N — (3-^ hjj^k) ~N' - (4- [(6, 7-^h^V-4- 
^7'J;LQ ^-^->3 7x-i) >7l/7 (245) 

6, (4-7;;7x7 + y) +/iJ> (51m g) £ 

h;Ux> (5ml) K;&n&7gjS?U h'Jxf;l/7;> (1ml) &jta*.rt:gU h 
Vy*xf> (5 4mg) Zfiaz.. 2ftN0jaMMtiLLtz o KJtMiz3-/ h**> 
■fu h'jlT i > (0. 0 5ml) £Jj[PU 1 25>raSP3»WB8ftL^:o SlSffclc^K 

*;l/A/7--fe: h > (10/1) -PlBSt 5 *> 'J *t-'^*7 A ? a v h ^7 7 -f - 

1 H-NMR (CDC 1 3 . 500 MHz) : 6 1 . 82 (m, 2H), 
3. 31 (s, 3H) , 3. 39 (m, 2 H) , 3. 50 (t, J=4. 5Hz, 
2H) , 4. 03 (s, 3H) , 4. 04 (s, 3H), 5. 65 (brs, 
1H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z, 2 H) , 7. 4 1-7. 5 5 Cm, 4 H) , 7. 5 5 (s, 1 H) , 
8. 4 6 (d, J = 5. 5 H z , 1 H) 
Ii^I(FD-MS, m/z) :411 (M + ) 

mmm2 1 o 

N — (2-/ H^>x?»;lO -N' - {4- [ (6, 

yyji) y^-Ji] 7i/7 (2 4 6) 

6, 7-^F*v/-4- (4-7;;7i;^-» > (5 2 m g) £• 

h;Uai> (5ml) KjnJNk&PU h'Jxf;l/7;> (1ml) £-Jn*.rt:gU h 
U 7txy> (5 4mg) £;to*-> 3 3JHftl«lit«Etfco R^fc3-y h + i> 
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x.*)i>Ti> (o. 0 5mi) 8£fflim*mmitzo Kf^mzmm^m 

u/t^. h> (10/1) -r-jggg^-s^u^^Vb^^A^n^ -1a 

U Wt^6 3rag, WM§ l%Tl4|fc 0 
1 H-NMR (CDC 1 g , 5 0 0MHz) : 5 3. 3 6 (s, 3 H) , 
3. 3 6-3. 5 3 (m, 4 H) , 4. 03 (s, 3 H) , 4. 0 3 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 87 (d, J=8. 5Hz, 2 H) , 7. 4 0 (s, 1H), 7. 45 (d, 
J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 7. 92 (s, 1 H) , 8. 
4 5 (d, J =4. 9Hz, 1 H) 
n&fttirm (FAB -MS, m/z) : 3 9 8 (M + +l) 

mmm2 1 1 

N- {4- [ (6, 7 -'J/ h*->-4-*y UjUQ 7x-;M - 

N' - (2-bf'J >>;M f2k) (2 4 7) 

6, h*is-4- (4-7^7x; + y) 4-7U> (52m g) £ 

bJlJ^y (5ml) Kflnlfe^ft? U h'JiW;> (1ml) &1mx.ti&* h 
'J7*xf> (54mg) ^tJO/U 2 #P a m*fciSM L Kfofclz 2 - t° U v>;U 
y^;UT5>(0. 05ml) tmfL, 1 2»iSILfc 0 5ft«i:Ki* 

m>u m*«^M*A-eiatLfco «ffT*«E*e±L^ station* 

;1/A/T*b> (10/1) »t5->'J*y'M7A?nvh^77^-i: 
<fct)ffifl8Lx mmvitte®)*! 6mg. W10 0%"C»fco 

1 H-NMR (CDC 1 o. 500 MHz) : 54. 00 (s, 3 H) , 
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4. 01 (s, 3H) , 4. 58 (d. J=5. 5Hz, 2H), 6. 39 (d, 

J = 5. 5 Hz, 1H), 6. 66 (m, 1 H) , 7. 05 (d, J =9. 2H 
z, 2H), 7. 18 (m, 1 H) , 7. 34 (d, J = 7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s, 

1 H) , 7. 6 6 (m, 1H) , 8. 4 0 (brs, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
K*#tfHS (FD-MS, m/z) : 4 3 0 (M + ) 

^J60!l 2 12 

N- [ (4- t e r t y f^b] -N / - {4- [ (6, 7 

-v^^^-4-t;'J^) frUT (2 4 8) 

6, 7-Wi + y-4- (4-7;y7x;^-» +7'J> (50mg) £ 
h;b^> (5ml) Kama*!? U h'JxW5> (1ml) £JjD>Lrt:8U h 
>)7*X>f> (5 5mg) ^Jnx.. 2^IHSDJIMB«ELfeo SC^ic (4-ter 
t ^-JV) /*J\,TZ> (0. 0 5ml) £fln*.N 1 2 ^BgaMftiBJfE 

*u »?oo^v7th> do/i) Tjg§af s->u/7y;i/*^A 

^ovh^57>f -{^.kijJRMBlLx &m<Dit&6ll&2 3m g> JR*2 8P6T»fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 53. 99 (s, 3H), 
4. 01 (s, 3H) , 4. 38 (d, J=5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H) , 7. 2 0-7. 4 0 (m, 7 H) , 7. 52 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
WAftVx^L (FD-MS, m/z) :4 8 5 (M + ) 
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mmm 213 

N — {4- [(6, 7-v7h^y-4-t; i J^) t^y] 7 ^-Jl>) - 
N' - frUT (2 4 9) 

6, 7-i>V b*f-4- (4-7;;7x; + y) +;>J> (5 2mg) £ 
h;Ui> (5ml) Kfln.%/t&?U h'Jxf;l/7;> (1ml) fcflD*.*:^ h 
'J 7tXf > ( 5 6 m g ) £ Jpx.. 2 L fc Q Ktftffctw 3 — fcT U S? ;b 

y ^;ut $ > (o. 0 5mi) *jn^ 1 2&mamsmLtLo RicsfticftifeK 

h u «>A*»tt*jn^ S^l?^^^'e2lHlJitbLfcmw«6® J &tain^7KT- 

;U.k/T-feh> (10X1) T»5 •> 'J 7 A 7 □ 7 h ^7 7 ^ - ic 

«fct>*«KU mm<D4t&®&7 lmg. JRsp 9 3 96T-»fc c 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H) . 4. 34 (d, J=5. 5Hz, 2 H) , 6. 40 (d, 
J =4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H), 7. 12 
(d, J=9. 2Hz, 2H) , 7. 35 (m, 1 H) , 7. 37 (s, 1 H) , 
7. 50 (s, 1H), 7. 53 (d, J = 9. 2Hz, 2 H) , 7. 72 (d, 
J = 7. 9Hz, 1H), 8. 43-8. 46 (m, 2 H) , 8. 53 (s, 1 
H) , 8. 7 3 (s, 1 H) 
WMfttfrM (FD-MS, m/z) : 4 3 0 (M + ) 



H»2 1 4 

N- {4- [(6, 7-^h^->-4-^'Ji) tt->] y^-Jl} - 
N / - (4 - b"U f^k) ^l^T (2 5 0) 

6, 7-;yh + y-4- (4-T^y7^y^i» *yj> (52m g) «■ 
h;bx.> (5ml) lwfln&?§A?U h'Jxf;l-7;> (1ml) ^*n^^m> h 
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U7*Xt-"> (53mg) Ztiax.. 2 ftliammMffi. L tz 0 Rj&miz. 4 - f U 
^f-;bT^> (0. 0 5ml) £Jn;U 1 2&mtBmMtiLLtz 0 KJGJftKifeSlTK 

;UA/T-t?b> (10/1) -rJgBS-rs*>U*y;U*5A^ovh^57-f-{= 
«fct>»li!U *H©fb£4»*4 Drag, JRa* 5 4 %Tl#/c 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 01 (s, 3 H) , 
4. 03 (s, 3H) , 4. 4 3 (d, J = 5. 5Hz, 2H). 5. 97 (m, 
1H) , 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H), 7. 20 (d, J=5. 5Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 42 (d, J=8. 6Hz, 2H), 7. 54 (s, 1 H) , 7. 81 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1 H) , 8. 49 (d, J=6. 1H 
z, 2H) 

K«^*fiS (FD-MS, m/z) : 4 3 0 (M + ) 
2 15 

N- {4- [ (6, 7->M h*->-4-^7 'J;U) "7^— ;b} - 

N' - [ (4-v^^y ^ ;7x-;i^) £j^k] 2 ^ (2 5 1) 

6, h*>-4- (4-7;;7xM-» +7>J> (51m g) & 

h;bo-> (5ml) twjDJIftjgjl? L. h'JxW;> (1ml) £an*.A:SK h 
^iX^'v (5 5mg) £j(JQ;L. 2^raJn*MKKLfco RiCftt- (4-v^f- 
;b7U7x-;W y*^y*> (104mg) *Jd^ 1 2 #lfflana&»« L fc 0 

rnxMLtzmrnxx* h u -^ATk^^JjD^.. »Kif-^t?2iHiftitbLfc^wtWi 

»^onWA/7-t?h> (10/1) -eJg^^->U*yVb7V^A^n-7 
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K7 7>f-i:<k^SS!U »M^12mg, JK$15%T'#fc 0 

1 H-NMR (DMSO-d g , 500 MHz) : <5 2 . 87 (s, 6H), 
3. 93 (s, 3H) , 3. 94 (s, 3H), 4. 18 (d, J=5. 5Hz, 
2H) , 6. 4 0-6. 4 3 (m, 2 H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H) , 7. 37 (s, 1H) , 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, 3=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

St^fi(FD-MS, m/z) : 4 7 2 (M + ) 
HJfe^J 2 16 

N- {4- [ (6, 'J AO j^vj - 

N' - (3, 5--^-hD7x-^) (2 5 2) 

6, 7--^b**>-4- (4-7;;7x; + y) 4;>J> (54m g) £ 
HUi> (5ml) {^n«trg^L^> 3, 5-^hD7x^Mvy7^- 
h (8 1mg) ^Jn^ 2 0£f H W&§i*ftLfc o Kf£i&&£- * o n A/7t 
h> (10/1) v'J iiYJlrt^A? n-7 h^*77^ -{wJ;f9ftML> 

mmoit&m* 5 3 m g . jr^ 5 7 %t-^/c c 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J =9. 2Hz, 2H), 7. 39 (s, 1H), 7. 51 (s, 1H) , 7. 
64 (d, J = 8. 5Hz, 2H) , 8. 42 (s. 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) . 8. 77 (s, 1H) , 9. 2 
1 (s, 1H) , 9. 7 3 (s, 1H) 

OT^tfTffi (FD-MS, m/z) : 5 0 6 (M + +l) 
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$mm 217 

N — 0>?p^4->;b) -N' - {4- [(6, 7 - V* b*iy-4 -*J U 
;U) ±±±2 1 M (2 5 3) 

6, 7-vM h*S/-4- (4-7;;7x;+y) +7'J> (2 0 0mg) 
£h;Ui> (5ml) iCj&QffeigJgL/c^s n^4- ->;U-r V vT*- h 

(3 4 Omg) ^Sn^> 8 0-9 0°C-ZT3 0^MWL/c o ^Jt^iCTR^flD 
^ B^l5i^^T-2[Elfft*L^m^®^^D^7KT-^Ls h U 

^TllLto MffT^£££g*U »^Do^;bA/7th> (10/ 

fe*2 10mg, iR*7 

1 H-NMR (CDC 1 3 , 500 MHz) : 51. 11-1. 22 (m, 2 
H) , 1 . 3 4-1. 4 6 (m, 2 H) , 1 . 5 6-1. 6 6 (m, 2 H) , 
1. 6 8-1. 7 8 (m. 2H) , 1. 9 6-2. 0 5 (m, 2 H) , 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J = 7. 9H 
z, 1H), 6. 36 (s, 1H), 6. 46 (d, J = 4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H) , 7. 42 (d, J=8. 6Hz, 2 H) 
, 7. 42 (s, 1H), 7. 56 (s, 1H) , 8. 48 (d, J=4. 9H 
z, 1H) 

Kfi^tFfffl (FD-MS, m/z) : 421 (M + ) 
H»J2 1 8 

N — (3, 4-^7^/to7x^) — N' - {4- [ (6, 7->M 
-4-4-y U;IQ **vj 7x>M ^7 1/7 (2 5 4) 

6, l-Vt h^~>-4- (4-7;;7x;+>» 4=-/ ') > (5 Omg) £ 
hJl^y (5ml) |-Jnffefg*?U h'Jxf^75> (1ml) ^tJO^g^ h 
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'J7txy> (55m g ) *tu*., 3 &mai&mm l tz 0 uutsmz. 3 , 4-^7 

*to7i'J> ( 6 6 m g ) ZfiCX.^ 2 0 ^MiSSft L tz 0 R«J«»CflabJc* 

A/7-feb> (10/1) TSggt-'Sv/U^y^^^A^ov -fck 
*)«HHU 3mg. iRsp8 3%T^c 0 

1 H-NMR (CDC 1 3 > 500 MHz) : 5 4. 0 3 (s, 3H), 
4. 06 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1 H) , 6. 9 6~ 
7.0 2 (m, 1H) , 7. 0 2-7. 10 (m, 1 H) , 7. 11 (d, J = 
8. 5Hz, 2H) , 7. 41-7. 45 (m, 2H), 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 72 (s, 1 H) , 7. 74 

(s, 1H) , 8. 44 (d, J=5. 5Hz, 1 H) 

IIMKFD-MS, m/z) : 451 (M + ) 

mmm2 1 9 

N- (2, 4, 5-h'J7;^o7x-;b) -N' - {4- [ (6, 1-*J* 
h^rv/- 4 -4-7 UAQ t^-^} 7 1/7 (2 5 5) 

6, 1 -V* Y*i/~4- (4-7;;7x/ + -» +7'J> (50m g) £ 
hJl^> (5ml) tcflnlftiSAiU h'jx^7?> (1ml) *tD^.fc»x h 
'J7txy> (5 5mg) £iO;L. 3 £fffibn*MldtE L tz 0 SJ&&K2, 4, 5- 
h 'J 7;M-u7-y > (7 5mg) SrflO;!. 2 0 &NHnflttmE L fco SlC&fC^ 

u*;UA/7-tr h > (10/1) TJgg§i"£ i/ U XfJW? o-e h ^*5 7^ 
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^ H — NMR (DMSO-dg, 5 0 0MHz) :<53. 9 4 (s. 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 7. 6 2-7. 7 0 (m, 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1 H) , 9. 2 3 (s, 1 H) 

H»#rl (FD-MS, m/z) : 4 6 9 (M + ) 

mmm2 2 0 

N — (2, 4, 6-h'J7^o7x-;b) -N' - {4- [ (6, 7->J* 
^i/-4-4yj^) *±jA y^-M <yur (2 5 6) 

6, 7-i^n + y-4- (4-7U7x; + -» +/'J> (50mg) £ 
h;Ui> (5ml) fcflnf&iSJI? U h'Jif^7;> (1ml) &m?Ltz'& > h 

>)7**r> (5 5m g ) 3&mmm&ffiLtL 0 4, 6- 

h'j7Mo7-'J> (7 5mg) £fln>U 2 0 #H]taaMKtt L fc 0 SJ£?£lc|£ 

D^W7th> (10/1) Tjgg§1"<5 U *m7A^D7 h^77^ 

-ic«k»3«HBiL. »{h^3 7mg, J»4 7%Trf#^ 0 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 

3. 95 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 

J = 8. 6Hz, 2H), 7. 29 (t, J=8. 6Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 

8. 07 (s, 1H), 8. 46 (d. J = 5. 5Hz, 1 H) , 9. 14 (s, 
1H) 
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WMftffim (FD-MS, m/z) : 4 6 9 (M + ) 

nmm 221 

N— (2, 3, 4 - h ij7Mn7x-;l/) -N' - {4- [ (6, 7->J* 
ht->-4-^7 'J^) :7^_;l} frUT (2 5 7) 

6, 7->^ h*->-4- (4-7;;7xy + -» +;>J> (50mg) £ 
h;U^> (5ml) KMMft?U h'Jif;b7; > (1ml) £flQ*.7^ h 
'J7txy> (5 5mg) ^1]Q^ 3^r»^iSML/- 0 S*S7&lc2, 3, 4- 
h'j7Mo7-'J> (75mg) ^flnx.. 2 0 ftmm&iSffi L /c Q SJE&IC^ 

n*;bA/y-fe h> (10/1) TWW«5"J ii>f)\,ii^l*t n-7 h^^M 
-Jw«kt)ffi[«U M©ft£4fil£l 8mg. JR^2 3 %T1#^ 0 

1 H-NMR (DMS 0- d 6 , 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H) , 7. 2 5-7. 3 3 (m. 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2 H) , 

7. 8 5-7. 9 2 (m, 1 H) , 8. 4 7 (d, J =5. 5 Hz, 1 H) , 

8. 7 3 (s, 1 H) , 9. 2 1 (s, 1 H) 
KMftmm (FD-MS, m/z) : 4 6 9 (M + ) 

mmm 222 

N- (2, 5->^ h*->7^-;lQ -N' - {4- [ (6, 7-*J* h^-> 
-4 —fry U;U) j^vQ our (2 5 8) 

6, 7-^h*->-4- (4-7;;7 i y+v') *J U > (56m g) * 



WO 97/17329 



18 7 



PCT/JP96/03229 



hJl^y (5ml) iZtofmmU h'JxW;> (1ml) &tiOz.tz'&^ h 
'I7t7y> (6 6mg) &1m*-, 3ftmim1&MMLtz 0 KJtm^2, 5 - ! J* 

v*i/T-v> (i o 2mg) *im^ i o^mm^m.m.Ltz 0 sjs&^&Tk 

;UA/T-te h> (10/1) 2> y'J^yVI/r77A^ov h^^-K 

«fc«9*fS!iU *j@<ZHb£#j£8 lmg. JR^9 0%Tliyco 

1 H-NMR(CDC1 3 , 500 MHz) : 53. 68 (s, 3H), 
3. 78 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J = 3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 52 (d, J=9. 2Hz, 
2H) , 7. 55 (s, 1H) , 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 
MMftmm. (FD-MS, m/z) : 4 7 5 (M + ) 

§£5fe0iJ 2 2 3 

N- (3, hj 1 >^x£^) -N' - {4- [ (6, h^-> 

-4-^7 'J ;U) fruy (2 5 9) 

6, 7-^^->-4- (4-7iy7x7 + -» *y >J > (5 3mg) £ 
b;bji> (5ml) I:JD»U h'Jxf;H;> (1ml) £fln;L*:gU h 
';^*7.y> (lOlmg) £flD;L> 4#RMinflMtffiLfco SJS&K3, 
7 h*i/T^U> (62mg) ZUaz.^ 13»i3iL/:o KjS&K^&tK 
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)ll»/T-*zty (10/1) TS^-r*->U#yVl^-7A?o-7 -iz 

1 H-NMR (CDC 1 g, 500 MHz) : <5 3. 73 (s, 6H), 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2H) , 7. 40 (s, 1 H) , 

7. 45 (d, J = 8. 6Hz, 2 H) , 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H) , 8. 45 (d, J=5. 5Hz, 1 H) 

KmftVrm (FD-MS, m/z) : 4 7 5 (M + ) 

mmm 22 a 

N- (2, 3--^7MD7x-;l-) -N' - {4- [ (6, h^-> 
-4-4^7')^) ;f*vO -7*-M VlsT (2 6 0) 

6, 7-^y b*>-4- (4-7;77x;*y) *7 <J > (5 0m g) £• 
h;Ux.> (5ml) C;Dn&?§fl?U h'Jxf^7^> (1ml) ^Ua^tiWi, h 
U?**^ (5 5mg) £][jn;L> 3^Pb1?ID|^S^L/Co SJ&&K2, 3-v7 

^ot-'j > (5imi) zuax.^ 2 ofttmmi&MLtzo fcfomz&m*m 
±bv * ^TkmmztiQz-, fm^^T'2mmthttzmmwm^ma'k^yi<x^ 

A/T-fe N> (1 0/1) -ejg^S^U^y^^^A^a-^h^^^^ 

K>mmt. mm<D4t&w&6 omg. wmi 9%-emti 0 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 02- 
7. 0 8 (m, 1H), 7. 11-7. 19 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz, 2H) , 7. 39 (s, 1H) , 7. 52 (s, 1 H) , 7. 59 
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(d, J=9. 2Hz, 2H) , 7. 9 4-7. 9 9 (m, 1H) , 8. 47 
(d, J =4. 9Hz, 1H), 8. 78 (s, 1H), 9. 25 (s, 1H) 
M^tfiHS (FD-MS, m/z) : 451 (M + ) 

nmm 225 

N- (3, 5-y7^Q7x^) -N' - {4- [(6, 7-->Vh^> 

jMQ *±>j Z^-Eikl ^ PT (2 6 1) 
6, 7-v^y h^^-4- (4-7;y7x;*-» *7 'J > (50m g) £ 
h;l/jn> (5ml) lwfln*y£JJ?U h'Jxf^7i> (1ml) fcZn*.*:^ h 
'J7*^> (55mg) ^tjnx.. a^-FHm^il^L/Co S^^3, 5-i?7 

)i,*uT-i)y (6 6m g ) zm*^ 2 oftmmmtMtiLLtzc Rmm.iz.mMKm 

A/T-fe h> (1 0/1) TrJggg-r^^U*y;U^5A^ h^77<f -{"J: 
£*if£!U ^S©fb^r^4 9mg N W6 4%T^7^o 

! H-NMR (DMSO-dg, 5 0 0MHz) : c5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 7 5- 
6. 83 (m, 1H), 7. 16 — 7. 26 (m, 4 H) , 7. 39 (s, 1 H) 
, 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2 H) , 8. 47 
(d, J=4. 9Hz, 1H), 8. 99 (s, 1H) , 9. 12 (s, 1 H) 
Ii5rtfftt(FD-MS, m/z) :45 1 (M + ) 
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mmm 226 

N- (2, 3, 6-h'J7;btn7x-;l/) -N' - <4- [ (6, 7 -it* 
h^y-4-47'Jjl/) ±±±2 7x-;H 71^7 (2 6 2) 

6, h**>-4- (4-7;;7x; + y) +7>J> (50mg) £ 

|>;Ujc> (5ml) fcflafl&jgJB U h'Jx^7;> (1ml) £;ta>Lrt:8L h 
U7*^y> (5 5mg) *Jn^ 3^IHWPJIWiatL^o R*CttK2. 3, 6- 
h'j7^D7-'J> (5 3ml) *Jpx. N 2 0#Hta*fe8flELfco SfStelit 

n*;Ui*/7-t? h > (10/1) v"J *W7A^D? h^77-f 

-iaOffiHU IIO{b^^3 Omg. JR*S3 8%TWc 0 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 93 (s, 3H), 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m, 3H) , 7. 33-7. 4 4 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 59 (d, J =8. 6Hz, 2 H) , 8. 41 (s, 1H), 8. 46 
(d, J=4. 9Hz, 1H), 9. 18 (s, 1 H) 
fCS^tfril (FD-MS, m/z) :4 6 9 (M + ) 

mmm 227 

N- (2, 6-^7;bta7x^) -N / - {4- [ (6, 7 - t>V h*-> 
-4 -4-7 'J;tQ j^vj 7x~;l/} 7U7 (2 6 3) 

6, 7 b^-4- (4-7i 77xy + y) +7'J> (5 Omg) £ 

h^i> (5ml) KtaMf^mttz^ 2, 6-^7Wa7x-M7-/7^ 
-h (10 4mg) £fln;U 3 O^BfliJOfK^Lfco ArBi LTSfcJSi&fcitflfcU 
h >T"i5fe^-r 5Ciia»? &M.<Ott£M* 5 7 m g . 7 4 «T»fc 0 
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H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 25 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 39 (s, 1 H) 
, 7. 52 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
Wmfttirm (FD-MS, m/z) : 451 (M + ) 

mmm 228 

N- [2, 5-fc"X (h'j7^pyfJl/) -N / - {4- [ (6, 

7-v?y h4->-4-4;'J^) -7 1/7 (264) 

6, 7-vM h^>-4- (4-7;;7x7 + y) *y U > (5 Orag) £ 
h;l^> (5ml) izmmmm U F'JxWJ> ( l m 1 ) Zlmz-tz'^ h 
'J7*xy> (55mg) ^iD^> 3 ^TOI^JS^IE L MfSfgtc 2 , 5 - 
(FU7^nyf;b) T-U> (79ml) «:Jd^. x 2 0 ^IHISnSMKSE L fc 0 

^7oo^A/7th> (10/1) -rJBM1-5'>U*y^/7 7A^o-7 
K77^ -IcitHMKU *H©fb£«5£3 0mg N JR^3 2%-e^fco 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3 H) , 7. 9 5 (d, J=7. 9Hz, 1H) , 

8. 38 (s, 1H) , 8. 4 6-8. 5 2 (m, 2 H) , 9. 7 0 (s, 1 H) 

m&ftmm cfd-ms, m/ z ) : 551 (m + ) 
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mmm2 2 9 

N — (2, 4-'J/ L*±2LEj=±) ~ n ' ~ < 4 ~ E <6, 7-v>V h4--> 
-4-^yj;b) t^->] frl/T (2 6 5) 

6, 7-vV (4-7;77x; + y) +/'J> (5 lmg) £ 

hJl^> (5ml) JcMwgft? U h 'Jif-A-T ^ > (1ml) *l®z_tz'&^ h 
'J7txy> (72mg) £Ja;i N 3ftmtia*&&%iLtz 0 Kfcmiz2, 4-i?J 

h4-i/r-';> (60m g ) zua^ i iftmimmmffi.Ltz 0 Rf&mz&m*m 
± h ^ ATk^^Jo^.. ^i?i^^T-2iHlffltti L/c&W$Jf 

#U m*mk+ V 'J^AT'^L/co MJET?§^^S*U EM^odW 
A/7t h> (1 0X1) t?Jggg-r^>"; -h^fJVii^ A? h^^37^f -tc=t 
t)tt«U »{h^44m g> JR^5 3%T^fc 0 

1 H-NMR(CDC1 3 , 500 MHz) : <5 3. 74 (s, 3H), 
3. 80 (s, 3H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 44-6. 51 (m, 3 H) , 7. 06 (s, 1 H) , 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1H), 7. 49-7. 51 (m, 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J = 5. 5Hz, 1H) 

MbMFNB (FD-MS, m/z) :4 7 5 (M + ) 

§?«02 3 0 

N — (2-^pn7x^) -N' - {4- [ (6, 7-i?/ Y*is-4-* 
JV)V) *±is] 7 — M (2 6 6) 

6, 7-y7 h + '>-4- (4-7;;7x; + -» 4-7 U > (5 2mg) £• 
h;U^> (5ml) K]to&7§J|?L*:8U 2-^DD7x-Mvm-h 
( 0 . 0 5ml) *ttJ*.^ 3 0 £Rffiina&B$lE L tz a * a a *;UA/T 
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-tr h > (1 0/1) -£mm-?Z> >"J *fM7A?07F/77^ -i^^flg) 
U Sljg©>ft£«6 4mg. JR^8 l%-?ntz 0 

1 H-NMR (CDC 1 3 , 500 MHz) :<54. 01 (s, 3H), 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, J = 7. 3, 7. 9Hz, 1 H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1H) , 8. 24 (d, J=7. 9Hz, 
1H), 8. 37 (s, 1H), 8. 50 (d, J =5. 5Hz, 1H) 

H*#*rft (FD-MS, m/z) : 4 4 9 (M + ) , 45 1 (M + + 2) 

HM^J2 3 1 

N — (3-^dd7x-;1/) -N' - {4- [ (6, 7-v'y h^>-4-4- 
y»J;lQ ^-^->] 7x-;b) (2 6 7) 

6, h + *>-4 - (4-7;;7x; + -» +;>J> (5 2 m g) 

(5m 1 ) lcSn^^Lfc^ N 2 - ? o o 7x-H V >T*- h 
( 0 . 0 5ml) £ JD^> 3 0 ^RatajfeSafc t ^dd* )V1*./T 
-fe h> (1 0/1) -eS5gt-^^'J^y^*7A^7DV ^77^ -tz£*)ffi$l 
U II©lb^7 2mg, iR^9 3%-e^ 0 

1 H-NMR (CDC 1 3 . 500 MHz) : 6 3. 98 (s, 3H), 
4. 03 (s, 3H) , 6. 41 (d, J=4. 9Hz, 1 H) , 6. 99 (d, 
J=7. 9Hz, 1H), 7. 09 (d, J =8. 5Hz, 2H), 7. 16 
(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 38 (s, 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 56 
(s, 1H) , 8. 13 (s, 1H), 8. 14 (s, 1 H) , 8. 44 (d, 
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J=5. 5Hz, 1H) 
Hi^Df*(FD-MS, m/z) : 4 4 9 (M + ) , 45 1 (M + + 2) 

$&M2 3 2 

N — (2, h*->7^-;U) -N' - {4- [ (6, 7 - if * h±is 

-A-^-J 7x^;H g UT (2 6 8) 

6, 7-v?n + ->-4- (4-7;77xy + y) +y U > (52m g) £ 
h;Uo.> (5ml) IcJd*MS«¥U h'Jif^7;> (1ml) *Jn;L fcfJU h 
'J7tX^> (7 4mg) £#D;i N 3^mmmmttz 0 K&WL\z2, 3-vV 

h * ->r- y > ( o . 0 5mi) ^sd^. i i fttsmmiM t fc D Ktftffcic&i* 
h u ^atk^^jdx.. TOi^^T2[n]fflmL/c^:was^tafn^7k 

^A/7th> (10/1) T-S^tS->'J*^W7A^uvh^77^- 

1 H-NMR(CDC1 3 , 500 MHz) : 5 3. 72 (s, 3H), 
3. 84 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d. J=7. 9Hz, 1 H) 
, 7. 05 (dd. J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d. J = 

9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz, 
2H) , 7. 58 (s, 1H) , 7. 85 (d, J=8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

fMttftFHfi (FD-MS, m/z) : 4 7 5 (M + ) 
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H«J 2 3 3 

N- (4-b H'a^->7^-;U) N ' - {4- [ (6, 7-vV h^->-4 
-*J U;b) jr*is~] -? (2 6 9) 

N- (4 i>)U**i/7 -N' - {4- [ (6, 7-5** 

-4- + y'J^) ;*4^>] C'UT (2 2 8mg) ^N, N-i^/^-Jl 

twbA7; F'/l^xf;P (15ml/20ml) tcjg8?U h'Jif;l/7; > 
(4ml) £#n*_7t^ 2 0%7k®Kb^°7 v**A (1. 1 8 g) £tJP;^ tK^' 

x^h^tist i 5 B^F^m^ l tz 0 Kmmz-t ^ ^ h u m&zmm l * 

&s »^po^W7th> (10/1) Tlit5->U*y;^7A^ 
n7^77^ -Iw.ktiffiSSJU mmcDit^m^l 8 8mg> JR^l 0 0%T^ 

1 H-NMR (DMS O - d e . 500MHz) : 53. 98 (s, 3H), 

D 

3. 99 (s, 3H), 6. 60 (d, J = 5. 5Hz, 1 H) , 6. 68 (d, 
J=8. 6Hz, 2H), 7. 21 (d, J = 8. 5Hz, 2 H) , 7. 22 

(d, J=8. 5Hz, 2H) , 7. 47 (s, 1H) , 7. 60 (d, J = 
9. 2Hz, 2H) , 7. 61 (s, 1 H) , 8. 58 (s, 1H) , 8. 59 

(s, 1H) , 8. 98 (s, 1H), 9. 03 (s, 1 H) 
M#W*S (FD-MS, m/z) : 431 (M + +l) 

H«J2 3 4 

N- (4 -7*2. *-Jl<) -N / - {4 - [ (6, 7 - 4 

z^£l±> (2 7 0) 

N- (4-t KD+^7i-;l/) -N' - {4- [ (6, 7-iM Y*rv-A 
-*-J*))l') -7U7 (4 7mg) *«tffc**-U> (6ml) 

K*#U h U*f^7$ > (2ml) ^SD^.7t^> &7kR& (0. 5ml) £ 
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*£*Lfco «ETig»G£S£U ^?oD^A/7th> (10/1) ~C 

3 5 m g N JR^ 6 8 %T'?#/c 0 

1 H-NMR (CDC 1 g, 500 MHz) : 52. 31 (s, 3H), 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z, 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2 H) 
, 7. 40 (s, 1H), 7. 45 (d, J =9. 2Hz, 1H), 7. 56 
(s, 1H), 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

11^1 (FD-MS, m/z) : 4 7 3 (M + ) 

nmm 235 

N-(3, 4, 5- MM h^->7^-;U) -N' - {4- [ (6, l-'Jjf 

'J^) t^->] *?VT (2 7 1) 

6, 7-5** h^v-4- (4-7;77x;*-» +7'J> (5 2mg) 
hJlx.y (5ml) {CJnift»l?Lx h'JxW;> (1ml) £2n*.rt:8U h 
'J7*xy> (66mg) Ztiax.^ 2ftfflfiaM&MLtZo RJ&tLK3, 4, 5- 
*J* N^^T-U> (76mg) <£fln;L, 1 9 &riVmm&MLtz 0 W&XUzBm 
h U «>A7K*«*SD^^ WKi^-^-C'2lHlJ*lBLfc»W«WI*iafP*»* 

*;UA/r-tzh> (10/1) ■egHti , > , J*W7^^07h/77^- 
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H — NMR (CDC 1 g, 500 MHz) : 6 3. 81 (s, 6 H) , 
3. 83 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 44 (d, J=4. 9Hz, 1H) , 6. 69 (s, 2H), 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 41 (brs, 1 H) , 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1H) , 7. 58 (s, 
1H) , 8. 47 (d, J=4. 9Hz, 1 H) 

MAlfHi (FD-MS, m/z) : 5 0 5 (M + ) 

mmm2 3 6 

N — (2, 4-v>7^Q7x^) -N' - {4 - [ (6, 7-->V h^-> 
-4-^7 U;IQ j^vj -7 1/7 (2 7 2) 

6, 7-^h + y-4- (4-7;;7x7+>') *y >J > (1 0 Omg) 
£hJbi> (10ml) KfloMigflPLfcSt, 2, 4-y7MD7x^KVy 
T*-h (12 0ml) £2jn*.. 3 05>P»^§ML/co WtbLTg^feS^at 
1U h^>-e^-r^^i{c«fc*)^MO'fb^^l 2 8m g> iR$8 4%t 

1 H-NMR (DMSO-dg, 500 MHz) : 8 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 0 3- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2H) , 7. 28- 
7. 35 (m, 1H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 5 9 (d, J =9. 2 Hz, 2 H) , 8. 0 5-8. 1 2 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1 H) , 9. 15 (s, 
1H) 

mm&mm cfd-ms, m/z) : 451 (m + ) 
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mmm2 3 7 

N- (2, )l*u? -N / - {4- [ (6, 7-v*y 

tt'>] 7^ — M ^1^7 (2 73) 
6, 7-y7 h + y-4- (4-7;;7x; + -» +7'J> (lOOmg) 
&bJl>i-> (10ml) izUammmLtz^ 2, 5-^7WD7x^Ky-> 
7*-h (12 0ml) £Sa>U 3 O^jD^SMLfCo tFf idbi LT^/c^^ag 
b^>T^1-^-<!:C«i;J9^0{b^^ 1 3 2 m g. i&m 8 7 %T" 

1 H-NMR (DMSO-d 6 , 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 46 (d, J-5. 5Hz, 1 H) , 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2 H) , 7. 27- 

7. 33 (m, 1H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J = 8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

IIMKFD-MS, m/z) : 451 (M + ) 
HWJ2 3 8 

N — (4-7;;-2-^QP7x^) -N' - {4- [ (6, h 
*-i/-4-*rJ UAQ j^vj 7i-iH (2 7 4) 

N- (4-^nD-3--ho7x-;b) -N' - {4- [ (6, 7 - v > h 
*i/-A-*J UA-) y^—M VlsT (15 0mg) ^^nn^A 

/*9 J-i\,/fa (10ml/13ml/3ml) {^*¥U ^;f«ftg£^ h 'J * 
A (5 0 1mg) 6 0^KT5 0#lffl«#Lfco ? a o*;UA-e2!e]t4 
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*ttte«3cU ^?DD^W7th> (lo/i) x~mmtz> 
^5A^D7 h^77^ -izjibmmu mmoit&mzA 8m g , k$3 4 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 94 (s, 3H), 5. 14 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1H) , 
7. 17 (d, J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 48 (d, 
J=8. 6Hz, 1H), 7. 51 (s, 1H), 7. 56 (d, J=8. 5H 
z, 2H) , 7. 83 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 1 H) , 
9.10 (s, 1 H) 

mMftmm. CFD-MS. m/z) : 4 64 (M + ) , 4 6 6 (M + + 2) 

mmm2 3 9 

N- (4- [(6, 7-->7h^->-4-^y'J^) t^y] 7i-;H - 
1ST - [2 -J. hf-i/jjJltf— JUy^-Jll VUT (2 7 5) 

6, h + ->-4- (4-7;;7x; + -» +;>J> (100m g) 

£h;Ui> (10ml) i:Mi#)ffL> HJ jl^-^t i > (1ml) £Jn>Lrt:St, 
MJ7tX7""> (lOOmg) ^jDq^.. 2^Pb1SpM«^L^o SMlixf^- 
2-T ;y<>yx- h (84mg) £ JD^> 2 B$fflt|[I#titafE L *r 0 Kftifcfclfe 

h y ^a*3««[*Jd^. n S^^^>'U-c ! 2lpI^ttiL/c^W^il^fia?o^ 

n*;UA/T-tr h > (10/1) ^yVU^^A^ nv h^7^ 

1 H-NMR (DMS O-d 6 , 90MHz) : 51. 37 (t, J = 7Hz, 
3H) , 3. 94 (s, 3H), 3. 94 (s, 3 H) . 4. 38 (q, J = 7 



WO 97/17329 



2 0 0 



PCT/JP96/03229 



Hz, 2H), 6. 47 (d, J=5Hz, 1 H) , 7. 1-8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1 H) , 
9. 92 (s, 1 H) , 10. 10 (s, 1 H) 
nm&Vrm (FD-MS. m/z) : 4 8 7 (M + ) 

mmw2 4 o 

N — (2-yf;W7j-^) -N / - {4- [ (6, 7-v/ h^->-4 

-^y 'JJb) jjrj/] y^—ji} ^1/7 (276) 

6, 7-vy (4-7;y7x; + -» + 7 U > (131m g) 

ZbJlx-y (13ml) KJna&igJBU h'Jxf;b7;> (2. 6ml) ^zl&x. 
td&L^ bV7**Y> (152mg) Ztiax., 2 ftmm&Mfti L fco KJ&ttfc 2 

-y^^^-T— u> (o. iimi) ^jta^. i o#raanaw!«ELfco RJctf* 

£?nn*;l,A/T-tz h > (4/1) T?m$&t & *s U 0-7 

1 H-NMR (DM S O — d g) 500MHz) : 52. 50 (s, 3H), 
4. 00 (s, 3H), 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1H), 7. 0 8 — 7. 1 5 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 45 (s, 1H), 7. 48 (d, J = 7. 9Hz, 1 H) , 7. 58 (s, 
1H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 99 (d, J=7. 9H 
z, 1H), 8. 24 (s, 1H), 8. 53 (d, J = 5. 5Hz, 1 H) , 
9. 6 1 (s, 1 H) 

St^I (FD-MS, m/z) : 461 (M + ) 
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mmm2 a i 

N — [3, 5-h"x (^7^pyf;b) 7^-;U] -N / - {4- [ (6, 
7 - v7 h^->- 4 U a-^->] 7^ — ;b} UT (2 7 7) 

6, 7--^h*->-4- (4-7;;7x7+y) +7'J> (50m g) £ 
MUjc> (5ml) CllDiMU h'Jxf^7i> (1ml) £7JDX.fcgL h 
^txfv (55mg) 3»iiS«Etto»i:3, 5 - fx 

(h'J7Wn/^) T^'J> (116mg) £}JD>U 2 0 3>F^JDfl&g^ L /c Q 

gi^7DD^^A/7th> do/1) -cjsra-t-5^u*y^*5A^n-7 

1 H-NMR (DMSO-d g , 500 MHz) : 53. 93 (s, 3H), 
3. 94 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2H 2 , 2H) , 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z, 2H) , 7. 62 (d, J=9. 2Hz, 2 H) , 7. 64 (s, 1 H) , 
8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1 H) , 
9.4 3 (s, 1 H) 
Sl^Wi (FD-MS, m/z) :551 (M + ) 

nMM2 4 2 

N- (3-^dp7 , d^) -N' - {4- [ (6, 1-*J* h4->-4-* 
y'j;LQ £*vQ (278) 

6, 7-vM h + >-4 - (4-7i;7x;+-» *;>J> (50m g) £ 
bJlJ^y (5ml) lctn3»S»BU h'JxWi^ (1ml) h 
U7*X^> (5 5mg) «rJn^ % 3 #Wta*tftaiE L fco S^C3-?dd7' 
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Dh'^'j> (66m g ) 2 0&mammmLti o Rmmzmm^m 

A/T-fe h > (10/1) T-Jg^-rS^'J^W^^A^a^ 

^ H — N MR (DMSO-dg, 5 0 0MHz) : <5 1 . 8 7-1. 9 4 (m, 
2H), 3. 20~3. 27 (m, 2H) , 3. 69 (t, J=6. 1Hz, 2 
H) . 3. 9 3 (s, 3H) , 3. 9 4 (s, 3 H) , 6. 2 9 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1 H) , 7. 14 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1H), 8. 61 (s, 1 H) 

«fi##HI (FD-MS, m/z) : 415 (M + ) 

mmm2 4 3 

N — {5- [2- (4-?;M-n) 7^y^->] -N' - {4- 

[ (6, 7-y> h^v-4-^y U;U) gjfrj/j 7x-;b} g_UT (2 7 9) 
6, 7-v>V h*->-4- (4-7;;7x; + y) 'J > (5 3mg) £ 
h;bjn> (5ml) KftMIMSIPU h'JxW^> (1ml) ZtiQ*-tz'&^ h 
'J7txy> (58mg) £flQ;t. A^maMMmLfZo RttttK: 5 - 7 * / - 
2- (4--7^n) 7x; + yf>J-^ (9 5mg) 1 9#P*W&ig 

S£U »7on*W7th> (10/1) -eSBBt"S>"J*W*7 
A^nv b^^y^( -t::«fc!>filt¥U 3&B©ffc#to*7 4mg. JR^7 9 

5to 
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H-NMR (DMSO-dg. 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6H) , 7. 38 (s, 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 
8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 46 (d, J =4. 9 Hz, 1H), 8. 77 (s, 1 H) , 8. 89 
(s, 1H) 

mmftVrm CFD-MS, m/z) : 5 2 6 (M + ) 

mmm 244 

N- {4- [ (6, 7- : J* h4">-4-^7 ^-^->] -7^-;U} - 

N' - {Z-V t=1-)\,7 \ J I ^—)V) frUT (2 8 0) 

6, 7-i^y h + i/-4- (4-7;;7x7*y) *7 U > (52mg) £ 
h;b^> (5ml) icftHlJtfMU h 'J ^-f-)VT i > (1ml) ^Ja^fc^ h 
'i7*7v-'> (55mg) ^ira^> 3 &maM&WL L /c 0 SJS&lr 3 - 
7^7-'J> (69mg) £flQ;L N 1 2»iMU: D RlCifcteJRItek* 

*u m*.nmi-h vvj+'&mLtio *EET*a&*e£u mmztuu*^ 
j*/T*yy do/1) -rjg&rr ss'U^y^i'rt^A? -(c«k 

S«fi¥U ^m^it&mZ:! 2mg. JR^8 9%Tl#/c 0 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 2. 92 (s, 6H), 
4. 01 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d. J=4. 9Hz, 
1H), 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J = 9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2 H) , 
7. 1 4 (dd, J=7. 9, 8. 5Hz, 1 H) , 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 
1H), 7. 67 (s, 1H) , 8. 45 (d, J=4. 9Hz, 1 H) 

Vimftffim. (FD-MS, m/z) : 4 5 8 (M + ) 

mmm 245 

N- (2 -b K'n^->7x-;b) -N / - {4 - [(6, 7-^h^->-4 
-^7'J;lQ ^-^v] 7^-;!,} frl^y (2 8 1) 

6, h + v-4 - (4-7U7xy^y) +7'J> (105m g) 

(10ml) izfiaMfeML^ hyxf^7;> (2ml) Ztinz-tz'^ 
^ , J7*xy> (1 18mg) «Jx.> 253f»#&SML/-Co RMlc2-7; 
;7x;-;K77mg) £Jn*.. 1 0&rnmf&MM.Ltz o RJo^c^tK^ 

8^5® U ^Jg©^^8 6rag, JR^5 6%Ul#/Co 

1 H-NMR (DMSO-dg, 5 0 0MHz) : S 3. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 6. 73- 
6. 88 (m, 3H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 
1H), 7. 52 (s, 1H) , 7. 59 (d, J=8. 6Hz, 2 H) , 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s, 1 H) , 8. 47 (d, J = 
5. 5Hz, 1H) , 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

fIMffl(FD-MS, m/z) : 431 (M + ) 
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m&m 2 4 6 

N- (3 -fc KDt->7x-;l/) -N / - {4 - [(6, 7--^nty-4 
-^;'J^) t^y] 7x-Jl} ^1/7 (282) 

6, h + ->-4- (4-7;;7x; + -» (1 1 5mg) 

&hJl^> (12ml) izmmmmt. h'jxf;!,7;> (2ml) mfcft, 
h'J^*x^> (l l 3m g) £Jo*., 2^MJpj«iiH«ELfco KffiiKfw 3 -7 $ 
^x;-;b (73mg) «rJn^ 1 0 ^ffljD3»iB«E L KJtSttfcflfflfcfc** 

! H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3 H) , 

3. 95 (s, 3H), 6. 3 5-6. 4 2 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1H) , 6. 98-7. 08 
(m, 2H) , 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 1 H) , 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J =4. 9Hz, 1H), 8. 5 7 (s, 1H), 8. 73 (s, 1 H) , 
9. 3 1 (s, 1 H) 
MMfttirm (FD-MS, m/z) : 431 (M + ) 

2 4 7 

N- (3-bKa^->^;l/^-;U7x-;b) -N' - {4- [ (6, 7- f J* 
hty-4-^;'J-^) 7x-;H 7U7 (2 8 3) 

mmWl 9 7T-IfcN- (3-xh + v'*M'-^7x^) -N' - {4 - 
[(6, 7-v?y h + y-4- + 7'J-^) t+->] 7x-;H 7I/7 (190 
mg) %:/?J-)i, (3ml) fcjgJSPU 3 5 %*mt* U -7 A7jq§& (5ml) 
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3 8 

1 H-NMR (DMS O— d Q , 500 MHz) : 8 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 3 8-7. 6 5 (m, 7H), 8. 13 (s, 
1H), 8. 4 6 (d, J = 4. 9 Hz, 1H), 8. 88 (s, 1H) , 
8. 9 7 (s, 1 H) 

«*##fffi (FD-MS, m/z) : 4 5 9 (M + ) 



WO 97/17329 



2 0 7 



PCT/JP96/03229 



fi star-Kyoto^ 5 y b (B*f t -Jl/X'J'<-tt^bAf) <k K> Wtifc^ffilii 
•>-tf>^ft (Nephron, 22, 454 (1978)) iaot»«L/: 0 
10%^>J33Ml7ff (OT. FCS iBS-T) ^^tRPMI 1640 igffe (£(T. ig*lfe<hl!& 
-T) *(CT37°C£D^T-5%^^X-1' >+^^-^-rt(ifcUTig*L/c 0 & 

2 PDGF^fr §B'J > gfrf bEl^fpffi cPPHffi 

^*>^^A«^2 A-^mrf\>- McJfSU 10%FCS £^£;i£*t£(CT2 
B r^iS* L tz 0 MB** l-)x;^:^3xl0 4 Ii/^ ^B#^-e^ife^ 0 . 
5% FCS^frigife^lfcU $ bi:3 Bffiig%LXi%m&&±Z-£tz 0 
«rl»*U 8»L;fc*OIS£-500 ^1 ©«ife"?Bfc*§^ 0. 1 ^Ifitfff T;^ ^ 
> (OT> BSAiBS-T) *^t?«*fi*2 5 0^ l^anLfco 
•>K (JETF\ DMSOiBS-T) {^«?^-fryc^||^CO^itfe{rl. 3 8 # 1 

*if5ia^BB^ (OT. PDGF-BB iB§^) £0. 1% BSA£#t;igifeKi£«?£-e, 
Cft£*£M»<5 Ong/ml ttt £ «fc 9 Ki^S *;Kc 2 5 ^ 1 fojBJnU 3 7°C 

T-i o^raa^r h l/co Jgnb*is^u 5 0 0 # 1 © >j >ieg®^a^ 

i&Tk (pH7. 4) CETF. PBS chB&iJ-) T?*IHIS&Bfei*SL «BMg»-Rr»-fb««tt 
(IX Triton X100 » 2mM b'<i~*?J\sWtf- h'J^^ lmM ji5 : -U>^t ^ >4 
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ft»2th'J->i» (£TF> EDTAiB§-r) *^tr h U X**£SA*7fc (p H 7. 
4%)) ^5 0//l^aL/: o 4 r T?30#M£lLlfcil*-.5 C t -CftMS* nfi&fb U 

^■©jSttt- 1 %5 * u Ji<mwti- h u a (£it. sds tmt) h u 

PDGF-BB ©j^JDJCkD SHU >»^b«-S^fcPDGFSS(* : Jfal 8 OKDa ) 

PDGF-BB ^Jn^iSPDGFS^oeSU >BMbS£ 1 0 0%. Ig^fc J:^PDGF-B 

B'J >i*fbS££gl*Lfco 
«l«8«5©«a£*«[RBStw*^T N *ftetl©«£fc*>tt SPDGF£!gf*gB 'J 

^n^b^^sffiMs^Ax cn^&iHi»ia«K;«-»aeLTx s»8S«5©pdgf 
5KS»eau>iMb5o«ifl»«fle ci c 50 ) *jntiLfc 0 
*^©>fb^©PDGFS^@Bu >m<ts Q%mmmm. (iy moo 
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m 2 m. 

fc&tott PI S « ^ ( I C 5Q : /zM) 

(2) 0.4 4 

(6) 0. 45 

(8) 0. 10 

(1 6) 0.0 5 

(29) 0. 80 

(3 2) 0. 3 0 

(4 3) 0. 0 0 5 

(4 4) 0.0 0 6 

(4 5) 0. 0 1 4 

(4 6) 0. 0 2 1 

(4 7) 0.0 4 3 

(4 9) 0.018 

(5 0) 0. 0 6 7 

(5 1) 0.009 

(52) 0. 03 

(5 3) 0.010 

(5 4) 0.0 0 3 

(5 5) 0.0 0 3 

(5 6) 0. 0 0 4 

(5 7) 0.0 0 6 

(5 8) 0.0 0 2 

(5 9) 0. 0 0 4 

(6 0) 0.0 0 4 

(63) 0. 40 

(66) 0. 13 

(6 7) 0. 1 1 

(68) 0. 44 



WO 97/17329 



PCT/JP96/03229 



2 10 



(6 9) 


0. 


0 5 


/ rr a \ 

(7 4) 


0. 


3 4 


(7 5) 


0. 


1 8 


(7 9) 


0. 


O A 

3 4 


(9 4) 


0. 


0 2 3 


(1 1 3) 


0. 


0 0 4 


(1 1 4) 


0. 


0 0 4 


(13 1) 


0. 


0 0 3 


(13 3) 


0. 


0 0 7 


(13 5) 


0. 


0 4 3 


(13 8) 


0. 


0 14 


(13 9) 


0. 


0 0 5 


(16 3) 


0. 


0 0 5 


(16 5) 


0. 


0 10 


(16 6) 


0. 


0 11 


(16 7) 


0. 


0 0 4 


(16 8) 


0. 


0 0 6 


CI 6 9; 


0. 


0 0 4 


CI 7 0; 


0 . 


0 18 


(17 2) 


0. 


0 10 


(1 7 3) 


0. 


0 16 


(17 4) 


0. 


0 0 2 


(17 5) 


0. 


0 0 6 


(18 8) 


0. 


0 0 6 


(1 8 9) 


0. 


0 1 1 


(1 9 0) 


0. 


0 2 1 


(1 9 2) 


0. 


0 0 4 


(1 9 4) 


0. 


0 14 


(1 9 5) 


0. 


0 7 9 


(1 9 6) 


0. 


0 3 1 


(1 9 7) 


0. 


0 10 


(1 9 8) 


0. 


Oil 
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2 11 



(1 9 9) 


0. 


0 0 3 


(2 0 0) 


0. 


0 0 4 


(2 2 0) 


0. 


0 0 9 


(2 2 4) 


0. 


0 8 7 


(2 2 5) 


0. 


0 4 7 


(2 2 6) 


0. 


Oil 


(2 2 7) 


0. 


0 7 3 


(2 2 8) 


0. 


0 5 5 


(2 2 9) 


0. 


0 3 7 


(2 3 0) 


0. 


0 3 4 


(2 3 1) 


0. 


0 1 9 


(2 3 2) 


0. 


0 1 8 


(2 3 3) 


0. 


0 13 


(2 3 4) 


0. 


0 2 4 


(2 3 5) 


0. 


0 4 3 


(2 3 6) 


0. 


0 5 5 


(2 3 7) 


0. 


0 7 5 


(2 3 8) 


0. 


0 16 


(2 3 9) 


0. 


0 0 5 


(2 4 0) 


0. 


1 5 


(2 4 1) 


0. 


0 18 


(2 4 2) 


0. 


0 18 


(2 4 3) 


0. 


0 14 


(2 4 4) 


0. 


0 0 9 


C2 4 5) 


n 

KJ * 


0 Ofi 

\J \J \J 


(2 4 6) 


0. 


0 13 


(2 4 7) 


0. 


0 0 9 


(2 4 8) 


0. 


0 6 3 


(2 4 9) 


0. 


0 4 1 


(2 5 0) 


0. 


0 17 


(2 5 1) 


0. 


0 3 6 


(2 5 3) 


0. 


0 0 7 
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2 12 



(2 5 4) 


0. 


0 0 7 


(2 5 5) 


0. 


0 15 


(2 5 6; 


0 . 


0 0 4 


(2 5 7) 


0. 


A A rr 

0 0 7 


/or o \ 

(2 5 8) 


0. 


/™\ r\ f~r 

0 0 7 


(2 5 9) 


0. 


0 0 5 


(2 6 0) 


0. 


0 0 2 


(261) 


0. 


0 10 


(2 6 2) 


0. 


0 0 2 


(2 6 3) 


0. 


0 0 4 


(2 6 5) 


0. 


0 0 5 


(2 6 6) 


0. 


0 0 1 


(2 6 7) 


0. 


1 5 


(2 6 8) 


0. 


0 0 7 


(2 6 9) 


0. 


0 0 8 


(2 7 0) 


0. 


0 0 6 


(271) 


0. 


0 0 4 


(2 7 2) 


0. 


n t~\ o 

0 0 3 


(2 7 3) 


0. 


A A r 

0 0 5 


(2 7 4) 


0. 


0 3 6 


(2 7 6) 


0. 


0 0 5 


(2 7 8) 


0. 


0 0 3 


(2 7 9) 


0. 


0 2 9 


(2 8 1) 


0. 


0 12 


(2 8 2) 


0. 


0 0 8 


(2 8 3) 


0. 


0 0 2 


(2 8 8) 


0. 


0 2 4 


(2 8 9) 


0. 


0 3 2 


(2 9 0) 


0. 


0 5 5 
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lP6EOitt fistar-Kyoto 5y b (7 Sift) (B^-r V '<-*b^ 

bA¥) ) £fflWc 0 hThyl. IKltf-tZ*:; >?u-+)\,ijLW-Z&2> 

OX- 7 (Pathol. Int., 45, 409 (1995) *ffl^T9l«Lfc) *1. 2mg/-kg©fflfi 
y hCgllTOS^U ^ ^>^Ai»^£«^ h 'J y 

OX-7t8:#gB«fc*) 1 B2HU 8 HFMlin^ L/c c *X$ft$f£ 
^L<<E5 9 0gi:7yh*i-f ^Jff»TT«PS!l L> £W*«5tB L * ;U v >J 

o : itm#ftizm<tmm&mi!>te^ 

1 : ^ffcrtK 2 5 %&TFcDmtm&&m#> Z 

2 : 2 5-50 %<DQfflmm&m#> z 

3 : 1:50-75 ^mtmrn^m^ 5 

4 : ^it^rt 7 5~ioo %<zwte$m&w& S 

= 7iJtttU **#«<b©a«W* (%) ^mttlL^o «a6*toettBartlettj* 
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1 Omg/kg 11.7 P<0.05 

3 Omg/kg 10.2 P<0. 05 

1 0 Omg/kg 13.7 P< 0. 0 1 



S^^>J3 

v^x6ifi»MSP3 8 8ifflfl§ (ATCC^bAf) £1x10 6 <@flgJ&rtK 

1 0 Omg/kgi^-S^^^t'^^^^Lfct-^. ^mt^LT 
1 3 0%cD@^m^e«6^»n^c 



2 {b^g-t 4 3g)^#>g>b (GLO 7) {C>frrs £tia 

th^'Jt- TfiBflSG L 0 7 (lOttM**^*^*^ A#) * 7 - K X 
Kf£MU 1 0 0mm 3 iK&tto^T^onmt®^^ 
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Ilfti^TxiU JK3Kiim»'J* (TGIR) = (1-Tx/Cx) X 

«©^7&^-{c4-SJ;-5<ci^4E-ro^i¥^^L. 5 Omg/kgttt* «fc 5 
«f&{k^£. 9 hh#b. — b— tslSn^L^o 

^ojn^TxiL, mmmmwmm (tgir) = (i-tx/cx) 

x 1 0 0*3fca&fc o :*1608***3*I:/Tt 0 
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m3m 





(TG I R 


(44) 


7 8 


(45) 


6 8 


(52) 


8 6 


(56) 


5 2 


(57) 


6 4 


(58) 


5 7 


(59) 


8 2 


(1 6 5) 


7 0 


(16 8) 


5 6 


(1 7 3) 


5 4 


(1 9 0) 


5 0 


(1 9 1) 


5 0 


(19 4) 


5 9 


(2 2 5) 


5 8 


(2 2 7) 


7 8 


(22 9) 


8 1 


(2 3 5) 


7 8 


(2 3 6) 


8 4 


(2 3 7) 


7 4 


(2 4 2) 


6 2 


(2 4 4) 


7 3 


(2 5 4) 


8 5 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 6 2) 8 7 

(2 6 4) 6 3 

(2 6 7) 6 5 

(2 7 2) 84 



omm$m<z>¥-mfr&!—izt£ z&oKim* m-f-Dizmfi-uz u io om g /kg 

1 1£ Z «k -5 {i»Wfc^j* N *f flPJIii 9 B fUJ^ B . — B — 

L/^o dtlt>©M^it?i»J^ (TGIR) O*gm^m4^{c^:-r o 

3S4S 

Ma SSS (TG I R%) 

(4 3) (5 8) 
COL-1 colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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-H9~l OEOltDBA/l J NCrjT'JX (9 91ft) (Btt*-Jl>X 

(K-4 1, n-^— ^ >g£ffir#H^#) ^ 1 5mg<DMycobacterium tuberculosis 
H 3 7 R a (Difco Labs. ^A^) >. 2. 5ml©£3I!£*6ift*5«kO r 7. 5 ml CD 
^5t£7n-r> K7i?a'<> K (Difco Labs. ^^A^) ^bxv;by' 3 

mtm 7/10 70 

1 Omg/kg 1/9 11 

lOOmg/kg 0/10 0 



*IJ1-SCli^JB§L/Co 
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m 3& © m ffl 




( I ) 



1. W^CHOi^ 

(a) XliOi^ctiSTT*^ Qit, 

^ (ID : 




c j - c 5 T^b+v'K c 1 -c 4 T;U3*->£fci*c 2 -c 4 T*>;u-e*>.5] t- 
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K*. mit±iztmmm~?&<9, R 3 ' msucoh. c 1 -c 5 tji*jw 

"TT;^ £ tl £ ^ Tf- £ 3 *K 
a; (IV) : 




(R 3 ')m 



(IV) 



(b) XliO, SSfcteCHg-CifctK QfcU 
5S: (V) : 



Rs R 5 



(V) 



o 1 
C 4 T^^-C*t?> AliC x - C g TA-^K C 1 - C 5 TJl^r — Jl^ MVi 

(C 3 -C 1Q ) TJ^JW C 1 -C ^7 )\yzi^r=ytt 7 jl—jI^ ±y 

7U;k f-i-;K ■Sl'OV -Oi^ «c 2 -c 4 T->;u 
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TU-JUXkU CN, NO^ OH. N H 2 > A D y> s C x - c 5 T;b4-;i/ N 
3»t* (Cg-C 10 ) T^+JK C x - C 4 T^3*->, C 1 - C 7;m*S/ 
C 1 -C 5 T*>;Un c i" C 5 7 " >d + ^ C^CgTJ^l/^ 
v***^ C - - C 4 T;M^T ^ 7s v- (Cj-C^W) TiJ^ 
C0 2 H N CONH^ N- (C 1 ~C 4 T)l*-)l) 7; F\ N, N-r>- 
(C 1 -C 4 7;^) 7; h\ C 2 -C 4 7^75 h\ h'J7^D/f- 
;k C -c 4 t;u^;U5 1 ^-. 7x-jK Iift7x-;k 7x7 + -a il7x 
y + v. 7*— ;i/*-;t\ S&7 ^—J^*^ z> — (C 1 - C 4 r;i^;b) N 
SSI? i— Ji (C - C 4 „ t° U t° U $ ! J=-)W 

U * y 'J *t±V U — ;k ^ > W ;k of > vV fcli 
C 2 -C 4 T->^^3ltR$nSl~5<B©S^»^WLTOXt>«fc<> BfcU 
(X S N NH, NCN. NR 6 ^/;liNOR 6 (::t\ RgliC j-C^/b 
Tabs] T-£><9. 

a£ (V) : 




(V) 
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2. i?; (I) 4u Wrt<CHT?**K X^O^f:(SSt*^ Q*<5$ (II) . 

5£ cm ) tfctt^ (iv) (cists©* y u >gia*#:fc«ktf 

3. jS, (I) *x Wj&*CHT?*!K X^OT*i9, (II) „ 5£ (III ) 

(IV) T?^£ft£, W^llcS2tt©*y 'J >SI«M*:*5J:Cf*ne.©ji 

4. 5£ (I) 4>> Xrt<0 N StfcttCH 2 f*^ Qj&<5£ (V) T?w£ft-S N 

5. (I) 4\ R x fcitfR 2 *<<HSUJwC x - C 5 T^U*;!^* «9> Qti< 
Si (V) K (V) cK j*5«kOfk*<0"C?**5s Bli. 0, S, NOR c (CC 
T\ Rg(iC 2 -C 5 T;l/*;UT-&5) T*>5] T^t^tlS. l Kiietfc 

6. S; (i) «t\ R x fc<fco ; R 2 *^iJ(cc 1 -c 5 t;u*^t^d^ Q^' 

5£ (V) K (V) ^ j*<07?*t)*>oki<lT*5*\ Utite. j 

NCN, NRgt^liNORg (CCT^ RgliC j - C 5 T;U*A>-e&£) T" 

**] -e^bsns. hb&bi tcistg©*y u >^#te£ 0^*^/11 ymm 

7. (I) 4k R^itfRgj^flBiJteC x -C 5 T;U*;U-c**k 

^ (V) K (V) # N j j: cK k *K t h 1 -c* t» . R g 3&<fflSiJiZ7K** tz it 

^ B(^ 0. S, NH, NCN, NRg$/:liNOR 6 (CCT?> 
RgfiC j - C 5 T^*;UT?*«) -e«t>Sft«. tt^UcfEtg©* 
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8. 5£ (VI) : 



o 




s-7^;K t-y^-;K ^>f-;K -fVO^K ^^d^>^;K i/^n^v 
Ifr^r-uTV-A&HU 7)V*u^ ?on x 3-h\ >T/^ t Kn + 
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j {* IT %> t) k it 0 Tf* 0 ^ R 1 fe = ta'R 2 !i#SiJ(^C - C & T^b^t/lr 
R 5 {±*3R*fc«y^;U7?**J> A«y^;K if ^of;k "TV 7 
o t'Jk 7f-;k <"yyf;k s-yf;k t-7'f;k ^>f;K -fv^>f- 
;K is?w<i/?-jW *>^d^s+->^ n^^f;^ :7jl^;1/ x f7f;k 

yxW; A ^nW;A i?^f;b7;;, h';^;b^a^f- 
;k ^f^K 7°d h°;k -<V^ot";K ~f s $~)W V7f;k s-7*f 

;K t-^f;k y h + -A ih + k 7n^4--> N ^77 5 o^ytfcli7h 
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C 1 - C 4 TJl^r— ;k d^>^;K S/^o^+v^k ^^n^s^;k 
C 1 - C 4 7;U3 + «>*;UsJ?— ;K 7*-;K -^f-Jk ^ 
>VW;k 7-fef-Jk tf'Jv^k f'J 5 ;k t'a 'J ;K t:^Uv^;k 

Hk C 0 N H 2 N t F'n^-A ^hn, 7;^> C 1 - C 4 7;Mnfl/7 S A v 

- (c 1 -c 4 r;u+;b) 7;A c 1 -c 5 t->c + ^>. c i" C 5 7>>;k 
C x - C r^M^UMs h'J7;btnyf;k C 1 -C g 7^+;K Cj- 
C 4 7^n + i/;k C x -C 4 7^3 + < >*^-^> N- (C 1 - C 4 7;l-4- 
^) 7 5 H\ N, N — v— (C x - C 4 7;MrU0 7 £ h\ c 2 -c 4 7;u*;u 
7^ F\ xfi/>m^ 7x-JK 11817*— ;k Ov*-f;k 

fj-^^k t°5v^;k t g 'J;^-;K t'U^s?— Jk +AJJk £fc(i*^-v* 
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NCN, NR c ^fcteNOR c Rgliyf-Jb) T?*>5] 

6 b b 

ii. a; (IX) : 




^T-abDs R 5 {i{iSiJlC7K^^fciiy^;bT-*f9. AliC^CgT^k 

C 1 - C 4 T^3 4-*>*;l/3K— ;K 7.x — )W 7-7f;k 7'J;k ^-ac^.yl/ N < 
>WJk T-fef-;k f'jv^k fc?U5£*— Jk fcTu 'J >>^;k tf^US?— ;k 

t^^;u*. T'j-JUJt^fnj'j-JUtt, ^D^k ->yy. co 2 

H. CONH r t Ko + 'A - ho. 7;7s C -C 4 T;b+;bT 5 J ^ 'J> 
- (C x -C 4 T;b+;U) T^y. C 1 -C 5 T->n^v N C^CgTyJk 
C x - C 4 T;b4=-;U^^-. hU7Mn^f;k C^-CgTJM^k C 1 ~ 
C 4 T^3^->;K C x - C 4 TJ\» = *isjjJl#—Jl>^ N- (C 1 -C 4 T>'U^ 

t$ f\ n, N-y- (C ± -c 4 T7i/+;i/) 7i F\ c 2 -c 4 T;u*;t- 
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Ti K\ xfi/>m-A 7x-iK 7^/*^ 1^7x^iK OW;K 
b-'JS^K k°5^-;K t°'J^-;K t'U^-^K *y UJK £ /cfi*:hy* 

12. 5£ (VI) *s W^CHT*^> If*ig8icfgig©4-y U >SI»fl:i5«k 

13. 5£ (VII ) * N W^CHf$5, ft^I19lc|EigO+y U >§fi!l&:te 

14. 5t (VIII) cK W^CHt*5, »3&gl ok§2*©*./ U >^a*#: 

15. 5£ (IX) W*<CH-P*5x M#S®1 lJ-iEttCD+y U >^^fc 

16. ^ (X) : 
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i/fijltf—JW + y*)W Ov*^;^^^ A-e^*>£*i£ d*i£> 

ZtiltT U-^Sfi. OH. co 2 H. ^;u^-o. ?oa N 
^ - ho, 7;A i?- (C x -C 4 T;l^;P) 7;7, -x^-L^v? 

;t*~>. 7-feh*>\ J^Jl?-*^ C 1 ~C 4 TJl^*-isfiJm—Jl^ h'jyji 
^"o^^ C 1 -C 4 r;b^;K C 1 - C 4 T;U=j* t°U^;k ^^{i^ 

17. (XI) : 




(XI) 



^T-*>«9s R 5 (i®^(J{C7Km^/'c(i^^;u-e*«9. A(iC x -c 5 t;u+;k 
^a^>^-;K u'v+WK y^D^f;^ 7'J;k C 1 - C 4 T A-^^- 
^Tj^tfjrjK y^—JK ±y*)K ^^'A^^ AT^jn5 
(DTJl^rJ^ ^TtteT'J-^gii. OH. C 0 g H. !7JM-a N ^ a a. :/n 

3-H\ - Fo, 7;;> v- (c 1 -c 4 t^;u) 7;; N 
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3*-*S/„ THzh*S^ M *Jl?-*^ C 1 - C 4 T )l n 4- MJ7^ 
^-n^^-;b N c 1 -c 4 t;i^;k C^C^^^ + a trusts £fc{i? 

18. 5£ (I) W^CHT-*I9. X^OT'fe^ R 1 is £. tfR 2 &t h 

Qrf>^ (V) K (V) 4\ j fccfctfkrtWJc OS fettle 
&tK R 5 ^7k^-e*.f9. A(iC 1 -C 5 T^;k ->^o^>^;K S/^n'v 
*->;K v^n^^K 7'J;k C x -C 4 7;^ + y^7Jl/^;k 

ttliVoT U OH, C0 2 H, yjUJra^ ?nn N 3- 
H\ - ho, 7;7, *J- (C 1 -C 4 TJU+>»b) 7;A xf-U 4 s - 

;k c 1 -c 4 t;u*^K C x -C 4 7;U3 4-->. ifU-^k Sfcli^^jl^ 

19. 5£ (I) W^CHf*t), Rp R 2 i<tfci:yfm^ 

2 0. 6, 7->v h+->-4- (2-y h*->7x;*i/) 4;>j>, 6, 

7 - vM h 4=- S/- 4 - ( 3 - y h + ->7x; + -» *y"J 6 , 7 - y ^ h 4- 
S/-4- (4-n + ->7x; + y) *7 ■) 4- (3-7Ud7x7 + -» 
-6, 7-^7h + v/+;'JA 4- (3-bKn^<>7x;+-» -6, 7- 

^h+'^yijk 4 - (4-7o€7x;^-» -6, + 
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U >^ 4- (3, 4-^^ F + ->7xy+^) -6, 7-yyi- + ^yiJ>, 
6, 7-^h + ->-4-(l-t7fm'»+yj> > 6, 7-y> h + 
■>-4- (2-t7W+-» *7 'J 6, 7-v>V h^->-4- (5-^ 
h + v-l 5-J 'J >\ 6, 7-vV h + (6-y h 

+ ->-2-t7fW-» 6, 7-y> h + v/-4 - (7-y h + 

2 *y M 6, 7-vV ^-/-4 - (5- + ;>J;b 
t+y) +7'J>, 6. 7-^h + y-4- (6- + ;iJW-» 'J 
4- (4-^> KUA/***» -6, 7-^^ h*->*/ U >> 4- (5-^> 
K'J^**-» -6, 7-v;n + y+;'J>, 6, 7-->Vh*^-4- (3 

hlrisy jl-JI^*) *J 'J >t^«6, 7 - v>V i>— 4 - (4-y h 

7 +;>jy^t»l^ti^ m^uciHigcD^; (i) 

£ ti £ ft^fc J; CWi t> ©ISI^^fF^T- £ -5 Mo 

2 1. (4 -n-^^? {4- [(6, 7 - h4-<>- 4 -4- 
y'iW t + y] 7i-;H (4-t-7f^7x^) {4 - 

[(6, h + i/-4-+;U^) t+y] 7x^} (4- 

h'j7;l/toyf;l/7x^) {4- [(6, 7 - i?y h + ->- 4 U ;L0 
y^y>, (4-t-7"fjl/7x-;l.) {4- [(6, 7- 
h*v-4-*^v*'J^;lO 7^;H (4-t-y^ 

^^^->»0 {4- [(6, 7 h*->-4 -*V 'J ;U) 7x^} 

^/ N- {4- [ (6, 7->=y h^->-4- + y U7b) 7x- 
;b} — u^y->i]Jl*Z**)-l H\ N- {4- [ (6, 7-y^ h*v-4 
-*y'J;l/) 7x-;W - (4-xhD7x-;b) # Jb* *-?- $ H\ N 

- {4- [ (6, 7-?/ V*i/-4-*J UAO - (n, 

N-y7W;;7x^) *7 * H\ N- {4- [ (6, 7 - h 
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■*5 K\ N — {4- [ (6, 7-'^ h + ->-4-+;'J/W 7*^7!/} 

- (4-n-7-f;b7x^) F\ N- {4- [ (6, h 
+ ->-4- + ;>J;l.) 7x-;H - (4-yh + ->7x^) ^A-tf'* 

h\ N- {4- [ (6, 7 ->>'/• h + v-4-^y;^) y^-jv} 

- (4-yat7x^) ^^*>t; H\ N — { 4 — [ (6, 7 - *J t b*-> 
-4-^7 U7t/) 4-^^] 7^— u^>^ ytrfotf^D- = K\ N- 

(4-n-7f;b7x-;W — N' - {4- [(6, 7-^F + y-4-+7 
UJl/) ;**i/] :7*^7b} 7l/7\ N — (4-t-7 1 f;b7xz;|,) — N' - 
{4- [(6, 7-^^ h + ->-4-4;');b) «7L/t\ N 

- (2-h'j7Woyf^7x^) — N' - {4- C (6, 7-v>Vh**> 
-4- + ;']^) t+y] 7i^.;U} >7H, N — ( 3 - h U * ^hy 

— N' - {4 - [ (6, 7-v>V b^i/-4 - + y u;W ^-^^] 7* 
-M ">U7% N — (4-h'J7;btoy^7x^) — N' - {4- [(6, 
7-^^ + ->-4- + ;'JA)t+i/] 7x-;H N- (2-^ + 

■>7x^W -N' - {4- [ (6, l-'Jt h*v--4 -4-7 »J7l/) 
:7^7b} «7l/7\ N — (3-7 h*f7*-Jl<) -N' - {4- [ (6, 7- 
5*j* h + ->-4-+y 'JA) 7*.=.7l/} -7b7^ N — (4-7 b4->7 

^71/) -N' - {4- [ (6, 7-v>7 H4-i7-4-4-/ 'J7U) ;t4-->] 7x 
^-71/} -7U7\ N- (2-77b^-n7i^;U) — N' - {4- [ (6, 7->>/- 
h + V-4 -^7 U7U) 7*^71/} ^UT> N- (3-77U^a^i^ 

7b) — N' - {4- [ (6, 7-v>7 h4-->-4-4-7 l)7l/) 7x-M 
7b7, N— (4-77M-n:7*^7l/) -N' - {4- [ (6, 7 - 5?y b*ris 
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